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HE4 A 5 YT — 5
&5
93 L[1-(35-E 7 kY 7oA n A9~ | MS(ES) 472.1 (M+H), 470.1 (M-H); 'H
NS A F I H 1,23 R Y TV ?IJE%R( 530?}?4?@ gg?sg ;5.1 7).9;3 gsl gH),
: - d J3(dd, 1H, J=79 1.6 He), 7.7] {5
’E’ij 327 BT e 2T 2H), 747 {dd, 1H,J = 8.2, 1.3 Hz), 7.41
(@, 1H, =79, 1.6 Hz), 731 (dt, 1H, J =
8.2, 1.3 Hz), 5.66 (s, 2HD, 2.61 (5, 3H)
96 352 R Y oada ATt ] R 50-54 °C,
PSE Y e A S HA1,23] B | MS (/) 535 (M +H;
Y7o S A2 0T TLC Rp= 034 (201 BtOAc: ~F 10
% W =3 g
97 | 1--G35-E AR U 7AG R AF At | ERA100-101 °C; MS (m/e): 535 (M +
VUANSE Y DB 112,31 R | HY, TLC: Re= 0.12 (111 EtQAe~ ¥
Pt LR32-7 387 | )
ANNTRE S
98 1-[1(33-E R R U 74 Fw AF At | mp168-168°C; MS (/e 336 (M +
VUSRS LaHA[1,2,3] | B TLC: Re= 027 (27U 7, 111 EiOAc:
R YT e B3-2-7 P | EY )
AT B S
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99 1 l(35-EA- k) 7Ad e AF A~ | MS(ES) 570 2 (M+) TLC R-= 0.40 (40%
NS T DA AelHA1,2.3] b | EtOAc T
U T o5 fdard U]ed-(tort-T T 230 A
F et T DA R I T F e Wl
160 1-f1-(3,5- A b U Z0bsm A5 e MS(ES) 556.1 (M+) TLC Ry= 031 (30%
VURANSE T P2 A1HA1,23] B | BIOACI~F R
YTl b Al A F Fe b YA
F P LT e A el B DA e
b
01 1135 A Y 7ada 2F -0 | MS(ES) 536.0 (M+)
S TS LT YA MHALAS B LR =062 (151 EIOAS~FH 1)
YT S fded N]32-2 2 0T 2 2
TR S
102 | 3-2-7 0.7 = 2 A 1-13,5-27 7 n | MS(ESH67.1, 469.1 (M+1)". R=0.52
2ol 2 PS5 B Y Ul A 1H- (6.7% MeOH/CH,Cl;)
(L231 R Y 7ot AT B
b
103 | 3-(2-7 8.7 == [1-3,5-27 7 17 | MS (ES)466.9,468.9 (M+1)". Re=0.51
B NS Y o3 SiH- | (6.7% MeOH/CH C)
231 U F e -1/
v
104 | 3.(2-7 2.7 2= 18- U o3 | MS(ES) 467.2, 4692 (M+1) . R~ 041
’E/ };/.1_,(3, },. 1) 7]1,:3-13 ’;z ;fm;;,ﬂ/\i \/:/ (5,7%} MEOHfCH2C12)
AAIHAL23] b U 7 et L}
SRl AV
105 [3.2-7 .7 e = U I-5- 2 U 2503- | MS (B8} 467.2,469.2 (M+1)". R~ 0.40
oA Foal(de B Y T RF D {6.7% MeOH/CH;Cl;)
ANIH-[1,2,3] M I 7 ndef VT
=3 A A
106 | I[1-2,5-E A« b ¥ T A1 A F At | MS(ES) 5351, 537.1 (M+1) R= 0.67
PRS- Y U 3eg A H1,23] R | (6.7% MeOH/CH (L)
U Tl iided ] 3-(2-27 W2 527
AT R Y
167 327 2.7 = m A2 A R MS (BES+) 513.1 (M+1)", "HNMR (400
TSR Y T AG R A MRt Dy | MHz, CDCL) 8 8.69 (dd, TH, J=15,49
5B :"}:/W?’w/{ ﬂf’mle[I,Zﬁ} FUFS HZ) 8.52 (d. H"I,J: 1.5 HZ), 7.65 (dt, lHq
A AT ) J=2.0,78 Hz), 7.61 (dd, 1H, J=2.0, 7.8
' Hz), 7.42 (m, 1H), 7.36 (m, 2H), 7.25 {(dt,
1H,J=15,78Hz),7.12 (dd, 1H, /=20,
8.8 Hz), 6.88 (4, 1H, J=2.9 Hz), 6.75 (d,
IH,J=9.3 Hz), 547 (s, 2H), 3.62 (s, 3H)
108 3-2-7 2 T e 2L Ef13,4-00 T | MS(ES) 4332, 4372 (M +1);
AL P ANS T 3 L H- Be= 048 (30%EOA/CH,CL)
123U T e AT
e
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byl R BT -5
114 | 2.2.= F - F A1 3197 % | 'HNMR (CDClL, 400 MHz): 8 5.02(5.J=3.7
= Hz, 1H), 4.30{t,J = 6.7 Hz, 2H), 4.02-3.94 (m,
41, 2.43 (m, 2HD
115 |12 pF s hoom & o GC/MS EI'| 105.0 (MY "H NMR (400 MHz,
CDCL) 8 4.51 (t, 2H, J= 4.8 Hz), 3.90 (t, 2H,J =
4.8 Hz). 3.37 (s, 3H)
116 | =g AFr-oovnrosie | GOMSEN] 1010 (M), 'H NMR (400 MHz,
CDCL) § 4.20(d, 2H, J = 7.3 Hz), 1.48 (m, 1H),
0.76 (m, 2ED), 0.45 (m, 2H)
oooooao
oooooooo[oo(@,0o0o0o000000000000000)0DO0DO0OOOOOO
O[C.,0,0]J0000000000O0]0[O0@IOO0DO0DO0DO0O)D0OO@OOOOOn
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0DoooQ
B £ T — 4

EE

U8 T [-B5-EA-RU 7ad e A F -2 | MS (asper): m/z=633.9 (M-(OMe) ), 'H
UANST = =AAHAL23] R U 7Y | NMR (250 MHz, CDCl) § 7.72 (5, 1H),
A Sy BB A | e 1Dy
3LLVA R F T FIGA AT 341 (5 6H), 370 (g, = 6,25 Hz, 2H), 321
S A NSRS T (s, 65, 3.1-3.2 (m, 2H)

9 | [1-65-C AN Y ZAA 7 AF A~ | 'HNMR (300 MHz, CDCL) 8 1.34-1.70
PANSE U P Bef ALH[123] b | (m, 6H), 3.23 (dt, 21, J = 6,84, 1.70 Ha),

Y 7 N L3211 | 341351 (m, 1H), 372379 (mn, 2H), 4.07
SN BT U RO S gy | @6J5083, 6,68 Ha 1H), 459 (1 /=330
i Haz, 1H), 547 (s, 2H), 7.21 (dd, J=7.06,
AT RFNGA VARG Y ey 17 Hy THY, 7.30-7.36 (m, 3H), 7.39-7.44
deA S} AR S {m, 2H), 7.61 {dt, J=7.82,2.12, 1H), 7.71
(dd, LFL, J = 7.64, 1.76 Hz), 7.83 (s, 1),
§.50 (d, 1H, J=2.05 Hz), 8.78 (dd, 1H, J =
4.87, 147 Uz

120 [ [1-35-EA- R U 7o A0 | KHE B 691.14; MS (ES]) 714.1 miz
DS Y P A H[L23] | (MNa); 'H NMR (300 MHz, CDC5)

Y F S e A[5(2-7 3 17 = | 8138180 (m, 6HD), 348 (m. ¥H)3.78 (m,
=y 1351 He, et 63 Ha) 547, 20 715
= NS, > ) 2, Av=64, %) 5.47 (s, , 7
(FhTE R A R Ay, 704 (m, 1D, )3 (g,) 4H),
FINA VARG S Pk A VAT 9 00 (4d, 1H, T = 751, 2,04 Hz), 7.86 (s,
s 1H), 8.78 (m, 2H)

121 [ [1-4335-EA- R ZAA 1 & F < | 'HNMR (300 MHz, CDCL) 8 1.40-1.72
NS Y A A lHA[123] B | {m, 6H), 3.45-3.50 (m, 1H), 3,75-3 81 (m,
e e e
- = o Seq TG . L = 1319, Av=66.43 Hz), 3 531 (5, R
‘””}l’)f3'(:f X 71"\’1“?"“ 7 DA 7.25-7.30 (m, 1H), 7,35«7.44) (m, 5H), 7.5)7!-
HFYAFINA AT = Ide A 5 60 (1 1H), 7.69-7.71 (m, 1H), 7.84 (s,
KRBT S 1FD), 8.48 (d, 1H,.J = 2.1 Hz), 8.76 (dd, 1},

J =486, 1.67 Hz); TLC Ry= 0.3 (10% = —
TN T T A )
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122 | [1-G5EA-F U ZA4 0 AF -2 | 'HNMR (300 MHz, CDCl) § 132-1.72
DS T Ve ATHAL23E R Y| (m, 6H),3.23 (8d, 2H, /= 6.75, 1.39 He)
TS e Jloederf, P {S(2-F BT 344 (m, 1H), 3.76 (m, 2H), 4.07 (dt, 1H..J
AT R T i BB D wef o | 7 976,6.83 H2), 4.60 (bt, 1H, J =332 Hz)
I b S| 435, 2H), 7.17-7.20 (i, 3H), 7.32-7.43
; (m, 4H), 7.72 (dd, 1H, J = 7.71, 1.66 Hz),
ey A S S 7.86 (s, 1H), 8.80 (m, 2H)
123 | [1-3.5-EA-F § 74 m A5 by | MS (ES) 691.2 (M+1), 'H NMR (300 MHz,
DT m A HL,23) R U 7 Y — | CDCLY: 3 7.84 (s, 1H), 7.72-7.18 (m, 11H),
Hondad MS2-2 T 0127 2= 3 | 9 AB (s, 2 H), 4.96 (m, 2H), 4.73 (m, 1H), 10
i‘ R I :/"2“,{ }}/.‘2}‘“«? 203 % 381 (m, IH)) 3.50G (m, IH), 1.80-137 (m,
ANd S b A AR P 6H)
126 [[1-G.5-EA-F U 7AFn A5 < | MS(ES)663.1 (M+1), T NMR (300 MHz,
PPN mAAE123] R U 7 | CDCL): 8 7.80 (s, 1H), 7.67 (dd, /= 7.8 Hz,
Al NS T 12T 2 T A3 1.7 Hz, 1H), 7.56-7.16 (m, 10H), 5.44 (s,
N3[DA% Y 5 vt Ao d T v | 2,529 (7= 4.2 Hz, 1H), 3.84-3.74 (m,
KA S fded SR E ) 4H), 333 (d, J = 4.4 Hz, 2H}
125 | 135 A~} U ZAA T AF A<l | 'HNMR (300 MHz, CDCL): 5918 (d, J=
NS T DB el HA[12,31 P U 1.3 Hz, 1H), 8.68 (m, 2H), 7.80 (s, 1H),
T e el 52 I T .68 (m, 1H), 7.59 (s, 2H), 7.38-7.24 (m,
[’/)"‘;'E],Slf/‘ﬁ“:}\' 3G e e A TSl EH), 7.19 {m, iH), 584 (S, ZH), 527 (f., J=
DA S et AR B 7 4.1 Hz, 1H), 3 78 (m. 4H), 338 (d, /= 4.1 20
Hz, 7H). TLC Ry = 0.13 (50% EtOQAc/~3
V)
126 | (M35 E A U ZAAm £ F brts | MS(BS) 7055 (M+1); TLC R, = 0.15 (30%
PNN5-T = Sl HA1L,23) b U QAT L)
Poondnd Fuf 527 T T o Y3012
(FrFh Fa-EF 20 A i
F I VIR Sl Ny AT S
o
127 ] [13,5- ¥ R~ b U 7l A F Lot | MS(ES) 693.2 (M+1)
DAY T VL2 A - TEL231 B UL IO R, 0,50 (10% CHACN/CH,Cl)
TS e e A [B-(2-7 B R T i
AN3LT R T Frel T e LA
I A F A A N S A 30
v
128 (5-(2-7 107 & = AT P TR MS (BS) 624.2, 626.2 (M+1)
I s G L e b e b B B
F o — nded A [1(3,5- 37 7 1
VAN D e L 1HA[2,3]
UF Ve DA B J 0
129 | [5-@-7au-7xaiy3<7 e | MS(ES)624.1,626.1 (M+1)"
I Sl Oty B G ok S s L S G
Sy e e f [143,5- 80 7 R et
W S e el HL[123] B
U7t A N A S
130 Bpraen.Ta=mA33(F IR MS (ES) 624.2, (M+1)"; R;=0.22 (6.7%
S el LAY A F A v F | MeOR/CHCL) 40
S e JV[S-ET D D00 B
13- b B 7 Aeda A F L VU A)-1H-
1,231 h D7/ —sbadad WA F S




L

ooooo
Bl [ [(3-Q-7nu-7=z=Ay3(7 b5k B | MS(ES) 6242, (M+1)"; R 0.20 (6.7%
BT e A F Y A FANA Y | MeOHCHLCL)
A e eded A5 P03
A NI 4 B Y T AT O ATl D
JATH1,2,3] B U 7/ bl 2] 2
&
132 [ [1-25-E 2 1 U 700 m A F iy | MS(ES) 6922, 6942, (M+1)} " R=043
PRAS-E Y P34 ATHL23] B | (6.7% MeOH/CH,CL)
YT e W[5 P 2T
23T b TR T 2
A RAF AN VAT de o
L
133 [[1-05-E %R U 7040 AF <1 | Re= 049 (2:1 Hex/FtOAC);
UNNS- T U0 A TH123] R | MS(ES) 7092 (M+1)
Y7ot W[5-(2- 7 27
ANl A F o] B Y AF LT =
T F F e F NN A F S e
YA NV A B )
134 [1.35-EA- M 7 Ad A F AL | Re= 085 (11 Hew/EtOAc);
PAYS-7 B EaH{123] B Y 7Y MS(ES) 6631 (M)
Hoednrt W le[3-(2-7 12 277 2 T2 V)-3-
Q-AFAQ P U RFAL TN
e YA A F Y ede A A
RAE J
B5 T 163 F AR U 7 n A F A | Re= 031 (3:1 Hex/EtOAC);
AT = = AL B Y T MS/ES(MAL): 707.2
et ) [5-(2- 7 R T i L)
3(1-AFA-1- b Y AF N T ot
F e F NS AR A
WA E )
136 | [1-Q35-ER- N AT 2L | MS(ES) 579.2 (M+H)
P57 BE-IHAL23 B Y T g NMR (400 MHz, CHCL) & 7.91 (s, LED,
P VS(2-0 B -7 =34 | 7.66-7.68 (m, 3H), 7.31-7.39 (m, 2H), 7.22
A RF LRSI VAT ke | (dd, TH, S = 7.7, 1.5 Ha), 5.59 (s, 2H), 4.80
ANA T (s, 2H),3.36 (s, 3H)
137 | [1-3,5-EA- F Y Zaan 2 F Ll | MS(ES) 575.0 (M+H)
P57 E-IL23 P T T |y NMR (400 MHz, CDCLL) 37.92 (s, 1H),
Joedef U[5-(2-7 @ 2T 2= )3 | 7067 (s, 2H), 7.62 (dd, 1H, J= 7.8, 1.4 Hz),
VI AP BE N AT e | 732 (dt, 1H, 7= 7.8, 1.0 Hz), 7.26 (dt, 1H,
AN RAE S J=178,14Hz),7.13 (dd, 1H,J= 7.8, 1.0
Hz), 535 (5, 2H), 231 (m, FHD, 1.16 (m,
2H), 1.06 (m, ZH)
138 | [1.a5- €A b U 7Ada A5t | MS(ESH) 549.0 (M+1) "HNMR (400
D57 @ a-THA123] b U 7 | MHz, CDCL;) 87,89 (s, 1H), 7.65 (s, 2H),
S [5-(27 12T e Y3 162 (A4 TH, T =15, 7.8 Ha), 7532 (d, 1H,
RF A S A St A | S5 2,726 (@ TH, = 14,73
- Hz), 7.11 (dd, 1H, 7= 1.0, 7.8 Hz), 5.53 (s,
xS 7H), 2.52 (s, 3H)
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ooooao
139 [1-3.5-E A= b Y 7 AT AF bt | R E R 689.1; MS (aspei): 690.0 (M+1),
UANS-T 2 THA S F Y 4o | 6879 (M-1); 'HNMR (300 MHz, CDCls) 3
AR5 2 BT e = Y37 b | 772 (s, TH), 743 (m, 1H), 7.32 (s, 1H),
S R T LA E LA TF 7.32-7.18 (m, 6H), 7.10 (s, 2H), 7.02-7.08
. (m, 2H), 5.02 (s, 2H), 4.81 (abq, J=13.5,
WA VAT = ede A AP R ATy S, 2HY, 4,58 (e, 1HD, 3.69 G, 1H),
- 3.37 (m, 1H), 1.30-1.70 (m, 6H)
140 [3(2-7 ¥ 117 = = A)3(F b T e K| MS(ES)392.2 (M™+1), RF=0.42
T B e LA D R T Y {(30%Et0Ac/CHCly)
F S de A A3 4T T L
il SRRy P T T i) JP PR T o) P
TH-1,23] B U F /= tbedet A A F
J
oooooo
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2H), 3.70(m, 4H)O
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000000000000 00000000000000000000MS(ES) 663.6(M
1), Y H NMR(300 MHz, CDCl, )0 & 7.85(br s, 1H), 7.78(dd, JO 7.7, 1.6 Hz, 1H),
.61-7.49(m, 3H), 7.41-7.10(m, 7H), 5.46(s, 2 H), 5.32(t, JO 3.0 Hz, 1H), 4.97(d
, JO 3.0 Hz,
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F1-(3,5- YA b U Tk AF bl
DAY 2 A THA1 23 R U T
Howdmrf, R [3e] 20(tert 7 F e TP A e
VI oA F I F A2 T
w ZANIHAL23T B U T e A
AE IV
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TLC Ry 0.35 (2% MeOH/CH,Cly)
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1H), 3.52-3.61(m, 1H), 1.49-1.92(m, 6H), 1.12(t, JO 7 Hz, 3H)O TLC R, O 0.53(7
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14 Hz, 1H), 3.85-3.98(m, 1H), 3.52-3.61(m, 1H), 3.40(s, 3H), 3.10-3.29(m, 3H),
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, JO 5.8 Hz, 2H), 7.41-7.59(m, 4H), 6.91(d, JO 5.8 Hz, 2H), 5.15(d, JO 14 Hz, 1H
), 4.90-4.96(m, 2H), 3.94-4.01(m, 1H), 3.51-3.62(m, 1H), 1.52-1.92(m, 6H)O TLC
0, 00.42(90 1 EtOAc/0 O O O )0
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198 |1 0F BT = 345 K5 | M (wie): 423 (M + H'); 'H NMR (300

e et gt s a | MHz, CDCLy 8 8.57-8.5 (m, 1H), 8.12 (5,
wirwéﬁvi»44W3e 1H), 7.41-7.€2 (m, SH), 7.21-7.25 (m, 1H),
A AT A ISE 505 d, J = 14 Ha, TH), 4.91-4.96 (. 2H),
Y3 ANt/ o 3.94.4.01 {m, 1 H), 3.58-3.62 (m, 1FD), 1.54-
1.86 (m, 6H),

TLC Ry= 0.38 (7.3 EtQAc/~F 1)
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199 P[3-(2-7 B -7 3T b T MS (m/e): 304 M — CHeO + H'); 'H NMR
bR BT e A R L A (300 MHz, CDCly) 5 7.40-7.57 (m, 4H), 5.10

el (d,J = 14 Hz, 1H), 487-4.93 (m, 7H), 3.93-
AN VAR S =R A A TR G 0 TH), 3.57-3.61 (m, 1H), 2.24-2.31

Flowi B2 m, VH), 1.52-1.92 (m, 6H), 6.87 (s, 3H), 0.85
{
(s, 3H); TLC Rp= 0.34 (41 ~F ¥ -/EtOAc)
200 | 15427 2 H-7 =37 hF | MS (m/e): 360 (M +H'); H NMR (300

LGRS ANEY MHz, CDCl) § 7.41-7.58 (m, 4H), 5,10 (d, J
;;)} ;Q;ﬁﬁﬂ;iiﬂ;jy ~ 14 1z, 1H), 4.88-4.93 (mn, 2H), 3.93-3.99
o . ‘ {m, 1H), 3.57-3.60 {m, 11, 1.53-1.88 (m,
e 9H); HPLC >99%; TLC Ry= 0.53 (3:7

EtOAc/~F )

201 1-f5-(2-7 @ 2-7 = =347 b5 MS [ES] 4221 (M+H)+

e Rao 5 s Ak 2 | 1HNMR (400 MHz, CHCL,) 8 8.55 (m, 1H),
. . Sl A | 738 (m, 2H), 7.44 (m, 1H), 737 (m, 2H),
’UV\M 7 ﬁ:ﬁj ;m ij;( VERE 08 G 1H) 7.04 (4 1H = 7.8, 1.0 Ha),
DT A b 516 (d, 1TH, /= 13.8 Hz), 4.96 (d, 1H, J =
13.8 H2), 4 94 {m, 1H), 3.94-4.00 (m, 1H),
3.57.3.62 (m, 1H), 1 53-191 (m, 6H)

Do0o0o00

0000000000 [oO@O00O000NO0NO0ON)0DON@OO0ODNON0NONoonoon
00000000)0000O000000000]00000000000O00onon
0000@OOmM)O00O00DO0DO00O0DO00DO0DON0DO0DO0O0O0(@OmNLOO0 Ommol)d OO0
.00 n0000000000000000O00O0O000O00O0O000O000000O0(@
.00g0O0O0.OmmoD)0DCOODCOOODCOODODOODODODON(@OIODOONODOOODO)IO
D@OoOO0000000O000O00O0O000O00DO0) 0000000000000 00n
0000000000000 C@.0gdO00.Ommo)00O0C0@OON)OOO0O0O0
0000000000000 00000000000000000000N00NONoonoon
000000@OOm)000O00DDO00DODONO0DON(@xO000mM)OOOO0DO0O00O0On(
D0O0Om)00O0O0C0O0O0OO0O0OOOODOOODOOOOOOOOOOOOOOOOOOOn
D000D0000O0(OD 0000000000000 0 000000000000
0D)IOODOO0OODOO0OO0OOO0OO0OOO0OO0OOOO(@OO0OO0O0DONONO0ONONOoON)DO0OOooooon
00000000000000(@.00g0000)I000 MS(m/e)d 38s(M O HY HO
9 H NMR(300 MHz, CDCl, ) & 7.38-7.54(m, 4H), 4.90-5.13(m, 3H), 3.91-4.00(m, 1H)
, 3.55-3.62(m, 1H), 1.55-1.95(m, 6H), 0.92-1.02(m, 1H), 0.71-0.77(m, 2H), 0.37-0
.46(m, 2H)O TLC R, 0 0.43(70 3 0 0 O O O EtOAc)D
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3.90-4.01(m, 1 H), 3.55-3.62(m, 1H), 1.54-1.86(m, 6H)O TLC R, 0 0.59(70 3 O O
0 O O EtOAC)D
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b Sl £ T — 5
5
207 | L3(2-7 @ E.7 = )3T Rk | RE=0.19 (11 Hes/EtOAc),
FReE'T 2 Ay A F ) | MS(ES) 4231 (M)’

VA F S e e, L3 T S 3

ATy s

208 | 13-(2-7 R 2T = 2 ANS1- A F A | TLC: Re= 0,44 (2:1 ~F4 L /EtOAc),
1- MY A Dz F imF Ly, | MS(ES) 439.1 (M+1)
AV FFY S =l f N3 D
3 N TR )

goooao

209 5427 BT 2= a0307 M e | MS (mfe): 340 M -CsHsO +H) ' H
Ryb 5 e A% 3 A F ) ?g/gR( (3201‘_?[)3\4;“1& (:}I;gh} 8 9}{1?)3 (s, ﬂ%?
IR ERESS 35 (s, ZH), 744-7.62 (m, 4H), 315 {d, J =
ARV ”147:( U3-E YR Hy, 1H), 4.90-4.95 (m, 2H), 3.94-4.00
VS A NI RS (m, 1 H), 3.58-3.62 (m, 1H), 1.54-1.85 (m,
6H); TLC Ry= 0.53 (73 BIOAc/~% ¥ )
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Fhewr L BF DA 1A
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Hodad N[1403,5- 72 11 12200 PP 4051
U0 Bed A HA1L,231 R U Tttt
NRAE S
Oooooao
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G N F Y AFANA YA — | M8 (ES) 640.1{IMH)
Poredbed RA[5-E U 3700a3e A l-(3- B U 7
Aedbe A R &L VAN 1,231 8 Y
TS ede A WA H
24 R-F e uT e S ANS(F R T e Faat | Re=054 (1.2 Hew/EiOAc),
T DA A F Y A F A Y A7 | MS (ES) 3842 (M)
Hoeded WJ[1-(3,5-7 A FHeri i PRS- 1
B3 HA[1,2,3] B U T bt
AAF
215 [ [B3-(2-7 .7 )50 b e Fu-E | Rf= 031 (1:2 Hex/EtOAc)
52 AR R F NN YA MS (ES) 642.1 (M+1)
Hoedod RA[1-{2-7 A2 -5- b U 7
A F el P AN U L 3e A A 1H
23] MY TS —Nde A B2 F S
216 [(3-(2-7 1 Q-7 £ = AN5(F R 7 b Fo.k | Rf=0.62(1:2 Hex/EtOAc)
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s m A2 FLA T — 5
217 BEER 2.(2-0 v T 7 =i 2.3 5 MS (ES+) 213.0 {(M+1);
VLT R AT N "H NMR (400 MHz, CDCL) 8 7.60 (m, 1H),
7.43 (m, 2H), 7.34 (m, 1H), 5.18 {5, 2H), 2.16
(s, 3H)
208 | o VEEEE 2-(2-7 B a.7 x = b)2. | MS(ES+)241.0 (M+1); TH NMR (400 MHz,
FE VT TAE AT CDCL) §7.57 (m, 1H), 7.41 (m, 2H), 7.33
(m, 1H), 5.14 (s, 25D}, 2.64 (m, 1F), 1.16 (d,
6H,.J=7.3 Hz)
ooooao

219 e s R 22 MS (ES+H) 239.1 (M+H),

H -7 o A e F T HNMR {400 MHz, CDClL3) 8 7,60 (m, 1H),
AT 7.43 (m, 2H), 7.34 (m, 1H), 5.18 (s, 2H), 1.73
(m, 1H), 1.05 (m, 28), 0.93 (m, 21D
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220 4-2-F 1 0T N2 AT A | MS(ESS) 194.0 (M+1);

ERTRY Sy "H NMR (400 MHz, CDCly) & 8.22 (s, 1H),
8.07 (dd, 1H,J= 1.5, 7.8 Hz), 7.41 (dd, 1H, J
= 0,78 He), 7.32 (dt, 1H, /=10, 7.8 Hz),
7.21 (dt, 1H, J = 1.5, 7.8 Hz), 2.51 (s, 3H)
21 N R v = e By S GV e MS (ES+) 222.0 {M+1}),

ST o Y T "H NMR (400 MHz, CDCL) 8 8.22 (s, 1H),
811(dd, 1M, J=2.0,78 Hz), 741 (dd, 1H.J
=1.5,7.8 Hz), 7.32 (dt, 1H, J = 1.5, 7.8 Hz),
7.20(dt, 1H, J=2.0, 7.8 Hz), 3.14 (L EH,
VH,J=73H, 138 61, /=73 Hz)

222 1 4-rmn-7 a2 ras | MS(ESH) 2201 (MH);

B E A E e S H NMR {400 MHz, CDCL) 8 8.16 (s, 1H),
8.09(dd, 1H, /=78, 14,742 (dd, 1H, =
78,1.4), 733 (dt, 1H,J =78, 1.4),7.21 (dt,
VH,J=78,1.4),2.13 (m, 11}, 1.12-1.15 (m,
2H), 1.03-1.10 (m, 2H)
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£ F A F A e L MHz, CDClL) 8 7.44 (m, 2H), 7.30 (m, 2H),
312 (BEMR, 1H,J =68 He), 1.38 (d, 6H,J =
6.8 Hz)
335 | 5.7 0 A2 7 W .7 =2 | MS (ES+) 298.0, 300.0 (M+2); 'H NMR (400
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2.11 (m, 1H), 1.05-1.17 (m, 47D
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SHEH 5 [
55 .
226 | [1-3,3-EA- F U 7 Adw A F Aty | MS(ESH) 593.9 (M+1), MS (ES-) 591.9
DAY e L1231 R U VD
D V. g 7 N 1 W PO/ = = g
I I L P u S D PO O g1 B
Az =N
227 | [1-35-EA- b Y 73w A Fartyy | MS (ESH) 5511 {(M+1), M5 (ES-) 3491
VA5 A IHAL23] b U T e | (D)
G (427 T o T VY2 4T
P et = e e AT S P
228 [ [1-35-EA- R Y Zadn ATty NS@&PﬂQMMHﬂMS@SﬁWﬂ
ib@&ﬁmeHH%ﬁﬁﬁ?fwﬁufMﬂiHNMR?%%%%Ew%%
s _ . 7.86 (s, LH), 7.73 (s, , 7.34 (m, Y
A A2 T TR T 2 8, ‘
A0 ﬁrﬁfﬁ%”ZAﬁezgi;; 720 (m, 25D, 5.96 (&, 1H, J = 5.9 Hz),
TR E A KA =S A ) 5.52 (s, 2H), 3.52 (d, 1H, J = 5.9 Hz), 3.07
- (LES, IH,J =73 Hz), 131 (d, 3H, 7 =
6.8 Hz), 130 (d, 3H, J="7.3 Hz)
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ooooooo(@UUUO/000O0O0O0OO)Y DUUODUODUOUUODODODOOmMDOOOOOOOd
O 0% H NMR(300 MHz, CDCl, )& 7.85(s, 1H), 7.82(s, 1H), 7.45-7.15(m, 11H), 5.21(
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ooooo
EH R’ R” W — 5
B%
1 A larnan MS (ES) 591.1 (M+1), 'H NMR (300 MHz, CDCL): & 7.84 (s,
1H), 7.74 (d,J = 2.5 Hz, IH), 7.70(d, J = 2.2 Hz, 1H), 7.56-
7.19 (m, 9H), 5.44 (s, 2H, 251 (5, 31D
2 S R I N = = MS (ES) 605.1 (M+1), 'H NMR (300 MHz, CDCLy): 8 7.66 (s,
1H)Y, 7.54 (dd, J = 7.8, 3.0 Hz, 1H), 7.45-7.00 (m, 10H), 5.26
(5. 29,277 (0,.J =65z 2H), 116 (L. J =65 Hz, 3H)
3 At 2-7on | MS(ES)619.1 (M+1), "H NMR (300 MHz, CDCL): 8 7.73 (s,
1H), 7.60 (dd, J = 6.5, 1.0 Hz, 1H), 7.48-7.05 (m, 10H), 5.32
(s, 2H), 2.80 (appt, J = 7.0 Hz, 2H), 1.68 (app t. J = 7.0 Hz,
2H), 0.90 (. J = 6.5 Hz, 3H)
4 AT KE MS (BS) 557.3 (M+1), TLC (30% EtOAc/~F 421, Ry =
0.26
5 AF R | 4T ed T | MS(ES) 5753 (M+1), TLC (30% EtQAc/~%1 1), Ry =
0.28
6 AFno | 3R U 7 | MS (ES) 625.0 (M+1), TLC (50% EfOAc/~F 32 x2), Ry
Ao | =038
7 AFN | 27w | MS (ES) 575.0 (M+1), THNMR (300 MHz, CDCLY. 8 7.77-
7.1% (m, 12H), 5.40 (s, 2H), 2.37 (s, 3H)
ooooao
8 AbRFia rom | EBEEER 6341 MS (aspci): miz = 6351 (M+1), 633.1 (M-
s e 13; "H NMR (250 MHz, CDCI) & 7.74 (s, 1H), 7.56-7.08 (m,
b 11HD, 5.50 (s, 2H), 3.85 (s, 3H)
9 A b 2-7v | EBEEA 6201 MS (aspei): m/z = 622.9 (M+1); 'H NMR
LA F (300 MHz, CDCly) §7.74 (s, 2H), 7.60 (m, 1H), 7.49-7 35 (m,
e 3H), 7.34 {m, YH), 7.27 (s, 2 H), 7.23-7.10 (m, 3H), 5.39 s,
2HD. 4.67 (s, 2H). 3.26 (5, 3D
oooooao

gooboooooobOooooobooooooobooooooocooooao
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EHap
5

R

B ¥

10

[P
A

AT

Fen B 591.09: MS (ESD) m/z 592.2 (M+1) 'H NMR
(300 MHz, CDCls) 52.49 (s, 3H), 5.43 (s, 2H), 7.18 (m,
3H), 7.24-7.48 (m, 4H), 7.72 {dd, 1H, J =761, 1.56 Hz),
7,86 (s, 1H), 8.80 (m, 2H)

1

S I
A Je

AT

B 591.09; MS (BST) m/z 592.2 (M+1)'H NMR
(300 MHz, CDCL) 8 2.49 (s, 3H), 5.47 (s, 2H), 7.20-7.45
(m, 6H), 7.61 (m, 1H), 7.72 (dd, 1H, J = 7.52, 1.77 Hz),
7.84 (s, 1ED), 8.51 (s, 1H), 8.78 (m, 1H)

12

[ PN
S A

RF L

TH NMR (400 MHz, CDCL) 8 2.50 (s, 3H), 5.49 (s, 2H),
7.22 (4, /= 8.4 Hz, 1H), 7.35-7.39 (m, 3H), 7.44 (1, /= 7.6
Hz, 1H), 7.75 (d, J = 7.6 Hz, 1H), 7.88 (5, 1H), 8.66 (s,
21}, 9.36 (s, 1H); MS (aper) m/z 3931 (M+13

13

AF

A TR

MS (ES) 329.1 (M+H), 527.1 (M-H) "H NMR (400 Mtz
CHCL,) 8 7.89 (s, 1H), 7.67 (dd, 1H, J=7.9, 2.0 Hz), 7.54
(s, 2H), 7.37 (dt, 1H, J=7.6, 1.5 Hz), 7.31 (dt, 1H, J= 7.6,
2.0 Hz), 720 (dd, 1H, 7= 7.9, 1.5 Hz), 5.52 (s, 2H), 2.53
(s, 3H), 2.52 (s, 3H)

14

Fan

AT

MS (ES+) 549.0 (M+1) 'H NMR (400 MHz, CDCl) &
7.89 (s, 1H), 7.65 (s, 2H), 7.62 (dd, 15,/ = 1.5, 7.8 Hz),
732 (d, 1H, J= 1.4, 7.4 Hz), 7.26 (dt, 1H, J=1.4, 7.8
Hz), 7.11 (dd, IH, J = 1.0, 7.8 He), 5.53 (s, 2H), 2.52 (s,
3H)

135

[l P
A A

/=R

o il 2

MS (ES+) 618.2 (M+H) 'H NMR (400 MHz, CDCL3) &
8.78 (br s, 1H), 8.52 (brs, 1H), 7.82 s, 1H), 7.70 (dd, 1H,
J=78,18),7.62 (m, 1H),7.41 (m, 25, 7.33 (m, 3H),
720 (dd, 1H, J= 7.8, 10), 5.47 (s, 2H3, 2.25 (m, 1H), 1.14
(m, 2H), 1,03 (m, 2H)

ugbogood

ooobOooooobOoooooooooooboooooooboooooao

ooooao

Ooooo
E i) R R’ I T - &
HE
1% 3507 mn B U MS (ES1524 3, 5363 (M +1)
4o m 11
7 | 2.4 F&os k| BT Y0 MS (ESH) 570.1 (ML)
BTAATAR | 3 | T NMR (400 MHz, CDCL:) 8 8.71 (m, 1H), 8.46 (i,
& {H), 7.68 (m, 2H), 7.36 (m, 3H), 7.24 (m, 1H), 7.12
{m, 1H), 6.75 (m, 1H), 6.30 (s, TH), 5.34 (5, 7H), 3.61
(s, 3H), 2.47 (s, 3H) N
000000

ocoooooOOoO@@UOo@.,0oooooooDoOoO0oOooOoooooo)yyYopDpooooood

10

20

30

40

50



(80) JP 4895476 B2 2012.3.14
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gboooad

000000000000 0000000000000000000000000000
000000000000 589.10 MS(aspci) m/zO 589.9(MO 1), m/zO 588.0(M-1)0 7 H
NMR(300 MHz, CDCl, )& 7.79(s, 1H), 7.60(m, 1H), 7.50-7.35(m, 3H), 7.35-7.18(m,
18(s, 2H), 5.05(s, 2H), 2.45(s, 3H)O

6), 7-
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ooooad
Ehl R R’ YT — 5

HE

19 72w g R | MS(ES) 565.0 (M+1) 'H NMR (400 MHz, CDCL) 8 7.91 (s,
Sow st Fre | VHY, 7.65 (s, 2H), 7.63 (dd, 1H, =18, 8.0 Hz), 7.36 (dt, 1H,

J=1573H), 731 (0, IH,J=19,7.8Hz), 7.11(dd, I1H,
J=1.5 78 Hz), 555(s,2H), 4.84 (d, 2H, /=T 4 Hz),3.74
(t 1H,.J = 7.4 Hz)

20 7w 2- MS (ES) 579.0 (M-+1); 'H NMR (400 MHz, CDCl3) 8 7.90
EFeR | (s, 1H), 7.64 (s, 2H), 7.63 (m, [H}, 7.33 (dt, 1H,/=1.0,73
somage | He), 727 (4 18, J= 15,78 Hz), 7.12 (dd, 1H,J=1.0,7.8

Hz),5.53(5,2H), 4.05 (1,28, 7=39Hx}), 3.19 (1, 2H, J =
5.9 Hz), 2,35 (brs, 1H)

21 AT B Rt | MS(ES) 5451 (M+H), 543.1 (M-H) "HNMR (400 MHz,

s L EDCLY S 7.90 (s, 1), 7.69 (dd, 1H, J= 7.6, 2.2 Hz), 7.55 (s,
2H}, 7.35-7.40 (m, 2H), 7.22 (dd, 1H, /= 8.0, 1.6 Hz}, 5.53
(5, 2H0),4.85(d,2H, J=7.6 Hz), 4.08 (t, 1H, J = 7.6 Hz),
2.55 (s, 3H)

22 A 2- MS (ES) 558.9 (M), MS (ES-) 536.9 (M-1). "H NMR (400
b Fu¥ | MHz CDCL) 8 7.87 (s, 1H), 7.67(dd, 1H, ./ = 2.0, 73 Hz),
oo | 781 (s, 2H), 7.36 (dt, TH, JJ= 13,73 Hz), 730 (d¢, 1H, J=

20,78 Hz), 7.18(dd, 1H,. /= 1.5, 7.8 Hz), 5.49 (5, 2H), 4.03
(, 2H,J =54 Hz), 3174, 2H, J= 3.4 Hz), 2.51 (5, 3H),
170 (br s, 1H)
opoooad
23 Yz B Fed | THNMR (400 MHz, CDCL) 8 3.59 (1, J = 7.2 Hz, 1H), 4.82
S g | Sk T LD, =6 Hz, 2H), 5.52 (s, 2HD, 726 (d, J = 0.8 Hz, 1H),
7.35-7.40 (m, 3H), 742 (t,J= 6 Hz, 1H), 7.76 {d, /= 4 Hz,
1H), 7.89 (3, 1H), 8.66 (s, 2H), 9.38 (s, 1H); MS (apci) mz
609.0 (M+1)
24 B 2- "H NMR (300 MHz, CDCLy 83.15 (t, J =393 He, 2H), 4.02
e b B Fad | (t,J=586Hz 2H), 547 {s, 2H), 7.21-7 45 (m, 6H), 7.61
oo | (m, TH), 7.72 (44, 7= 7.59, 1.87 Hz, 1H), 7.84 (s, 1H), 8 51
{d, J=1.63 Hz, 1H}, 8.78 (m, 1H); MS (ESI} m/z 604.1 (M-
OH)
23 By 2- "H NMR (400 MHz, CDCL) 8 2.34 (, J = 6.4 Hz, 1H), 3.16
S | B FEREF | (L) =56Hz, 2H), 4.03 {q,/= 5.6 Hz, 2H), 5.49 (s, ZH),
Lo 1 723 (d, J= 8 He, 1H), 7.36-7.40 (m, 3H), 745 (t, J= 7.6 Hz,
TH}), 7.76 (d../ = 8 Hz, 1H), 7.88 (s, 1H), 8.66 (s, 2H), 9.36
(s, 1HY; MS (apei) m/z 623.0 (M+1}
oooooad
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0000000000000 O00000000000000000000MS(ESD) 586.1
(MO 1) 07 H NMR(400 MHz, CDCI, )& 8.72(m, 1H), 8.48(m, 1H), 7.68(m, 2H), 7.40(
m, 3H), 7.26(m, 1H), 7.15(m, 1H), 6.76(d, 1H, JO 8.8 Hz), 6.55(m, 1H), 5.35(s, 2
H), 4.80(d, 2H, JO 6.8 Hz), 3.90(t, 1H, JO 6.8 Hz), 3.63(s, 3H)O

oooooo

0000000 [0O0(@,.0000000000000000000)I000000000
oooooo0Oo[o,0,0]00000000000]0[00@O00O0000O00On)O0
D(@OOO0O00D0OO0D0OO0D0OO0O0OO0O0ODO0)IO0DO0O0OO00O00O00O0000]00000
ooooo

DO00[CO0(@,0000000000000000000)I0000000000000
OO00[0,0,0]00000000000]J000@O000000000)000000(
0.00¢g00.00mmol)IJ0,0000000000000000(0.00g00.0mmol)
,(0,00000000000000000)0000000000(0 .0g00.0mmol)

000000000 (@O)0ON0ONOo@Om)00DON0N0NDON0NONONoNoNONoonoon
0000000000000 0000000O0000000000000000000n
000000000000 000000000(OD0 00000/0000000)00
0D000O00[0O0(@.0000000000000000000)00000000000
000000 [0,0,0]00000000000]10{00C@O0O00000000)0 (@
0000000000000 0000000000)00000000000003}O0
000(@ .00gd0 .0O0mmole)d OO0

Do0o0o00

0000000 @m)0OD00DO00DO0DO00O@O0O000.00nO0 .00 mole)d OO
0000000000000 0O00O0O0D0D0O0O0O00O0O00O0O000O000O00000(
000 0D00O0O0/0000000)I00000000000@Om00OO00)DO00
09 H NMR(300 MHz, CDCl, )3 1.55(s, 6H), 5.40(s, 2H), 7.15(d, JO 7.81 Hz, 1H), 7

.19(m, 2H), 7.31(t, JO 7.81 Hz, 1H), 7.36(s, 2H), 7.41(t, JO 7.66, Hz, 1H), 7.70
(m, 1H), 7.87(s, 1H), 8.82(m, 2H)O MS(ESI) m/z 636.0(MO 1)0
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ooooo
ES T R’ S —
BE
28 E e | BT 635 MS (aspol): mvz = 618.17 (M-H,0); 'H NMR (300 MHz,
A R CDCL) §8.68 (d, T =3.3 He, 1H),8.51 (d, ] = 0.9 Hz, 1 H), 8.05 (s, 1 H},
7.82 (d, J=2.7 Hz, 1 H), 7.38-7.59 (m, 7 H), 5.82 (5, 2H), 1 54 (s, 6H)
29 | vy 2 Ur. | 'HNMR (400 MHz, CDCL) 8 1.66 (s, 6H), 4.78 (s, 1H), 5.46 (s, 2H),
5.4 749 (d,J =8 Hz, 1H), 7.37- 7.42 {m, 3H), 7.44 (1, /= 7.6 Hz, 1H), 7.74
(d,J =76 Hz, 1H), 7.85 (s, 1H), 8.67 (s, 2H), 9.39 (s, 1H); MS (apci) m/z
619.1 (M+1-H, ()
oooooao
oooooooo
00000000O0(@@.000)DD0DD0DO0O0D0DO0O000000000O0O0aO Chydroximimoy
NDOO0OO0ODO0DO0@.000)I0D0DO0DO0DO0DO0DO0DO0DO(@.000)D000O0O0O0oOoOoOoOoaOao
0000000000000 00000000O000000000D0o0o0Do0DoDoDonoon
000000000000 000@x00m)000O00D0D00D00O0D000O000O,
0000000000000 O000000O0O0O0O0O0O0O0OO0OO0OO0OoOoOoOOan
oooooo
0000000000000 00000000O0O0O0O0O0O0O0O0Oo0OoooooOn
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A =03
31 [t IR N At MS (ES) 578.1 (M +1); TLC (50% 7% b 1/~FH )
Py Rp=03
32 VY e | A Ry DB 128 °C (8B TLC: Re=0.16 (11 ~FP
A N A 1 EOAS MMES) 6219 (M"
33 Zoa A R | TLC Re= 038 (21~ L/EtOAc) MS(ES) 578.9 (M)
AF A
oooooo
oooooooo
0000000000000 0000O0O0O0OoO0@OO) D00N0N0NO0NDONDoNoooooan
0000000000000 00000000O000000000D0o0o0Do0DoDoDonoon
0000000000, 00000000000000O0@O,00,)0000000
0000000000000 00000O0O0O0O0DO0O0O0OoOoOoOoOoOoOaO

10

20

30

40

50



gboooaod

ooooboooooobooocoooboobooooobooooboooooboboboooooboood

gboooad

(84) JP 4895476 B2 2012.3.14

Fr
F
F
FF
0ooooao
EHa ] R’ R’ B
5
34 5 3i0. | b Rod MS(ES) 6091 (M*1), TLC Ry= 0.50 (20% CH,CN/CH,CL)
A i AF
V%
33 Tx=se |k Red¥ | MS(ES) 607.0 M+, 'H NMR (300 MHz, CDClL): § 7.85
LA | (s, 1H), 7.74(d, J = 7.4 He, 1H), 7.62-7.37 (m, 5H), 7.35 (s,
Iy 2H), 7.27-7.20 (m, 3H), 5.45 (s, 2H), 483 (d, /=72 Hz,
2H), 3.85 (t,/= 7.2 Hz, 1H)
36 Z=oie | Z-B R | MS(ES) 626.1 (M'); 'THNMR (300 MHz, CDCLY. § 7.74
oo | (s, 1H), 7.63 (dd, J = 7.5, 1.9 Hz, 1H), 7.50-7.09 (m, 10H),
s, | 534 (s, 2H),3.94 (t./ = 6.0 Hz, 2i0), 3.08 {1,/ = 6.0 Hz,
2H)
37 EY S e Fnd | BB 608.08; MS (apei): m/z = 609.0 (M+1); 'H NMR
5o b S AF | {400 MHz, CDCL): 8938 (s, 1H), 8.67 (s, 2H), 7.89 (s,
By 1H), 7.76 (d, J = 7.6 Hz, 1), 7.47 (1, J = 7.6 Hz, 1H), 744
{d,J=7.6Hz, 1H), 7.42 (s, 2H), 7.24 {d, J = 8 Hz, 1H),
5.51 (s, 2H), 4.82 {d, /= 7.2 Hz, 7H), 3.58 (,J = 7.2 Hz,
1H}
38 Y3 | B RS MS(APCH m/z 608(M+1); 'H NMR (300 MHz, CDCL) 8
ey sooi W81(d,J =726 Hz, 2H), 348 (s, 2H), 7.23 (d,J = 7.82 Hz,
A [H), 7.34-7.46 (m, SH), 7.58-7.61 (m, 1H), 7.73 (dd, /=
7.63,1.72 Hz, 1H), 7.85 (s, 1H), 8.52 (d, J = 1.84 Hz, 1),
8.80 (m, 1H)
39 FUY 4 | B Fad MS(ESD m/z 608.L(M+1}; 'H NMR (300 MHz, CDCl;) §
AL s .64 (brs, 1H), 4.81(s, 2H), 5.45 (s, 2H), 7.14-7.22 {m, 3H),
A [738-7.47 (m, 4H), 7.74 (dd, J = 7.61, 1.76 Hz, 1H), 787 (s,
1H), 8.82 (brs, 2H)
40 i B R | THNMR (300 MHz, CDCL) 8 4.84 (s, 2H), 5.61 (s, 2H),
St | 7.22-7.25 (m, TH), 7.33-7.39 (m, 2H), 7.63 (s, 2H), 793 (s,
n 1H), 8.11 (s, 1H); MS (APCI) m/z 530.9 (M+1)

10

20

30

40



ogoooad

(85) JP 4895476

B2 2012.3.14

41 Y 4. |28 Ko T NMR (300 MHz, CDCl) 8 2.50 {br s, 1H), 3.15 (1, /=
A T % oo | 5.87 He, 2H), 4.02 (¢, J = 6.05 Hz, 2H), 5.45 (s, 2H), 7.16-
s, | 7.22(m,3H), 732-738 (m, 3H), 7.42 (td, J = 761, 1.17
Hz, 1H), 7.73 {dd, J = 7.71, 1.66 Hz, 1H), 7.86 (s, 1H), .79
(m, 2H); MS (ESD sz 622.3 (M+1)
42 Fi 2-w Kz | THNMR (360 MHz, CDCL) 6 1.62 (bs, 1H), 3.19-3.23 (m,
a2 | 2H), 4.05-4.09 (m, 2H), 5.59 (s, 2H}, 7.21-7.37 (m, 3H),
Fn 7.63-7.65 (m, 3H), 7.93 (5, 1H), $.07 (m, 1H); MS (APCD

m/z 527.1 (M-17)
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S0-dg)0 & 8.67(dd, 1H, JO 1.5, 5.0), 8.59(d, 1H, JO 2.0), 8.07(s, 1H), 7.88(dt,
1H, JO 1.9, 8.0), 7.72(s, 2H), 7.50(m, 2H), 7.44(m, 1H), 7.36(m, 2H), 5.84(m, 2H
), 5.50(br t, 1H, JO 5.8), 4.49(br s, 2H)O
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w5
4 [35.vrma | £V P4 | MS(ES) 5402 (M'+1)
AN
5350 aa | £ vu3. | MS(ES) 5399, 5419 (M'+1), Re=0.355 (6.7%
' s MeOH/CH,CL,)
46 |3 R Y7 | EYPa3. | MS(ES) 5401, 5421 (M1, Re=0.15(6.7%
Zva-AF | A MeQH/CH,Cly)
¥ r vy 74 | BV vra. | MS(ES)540.1, 5422 (M'+1), R=0.11(6.7%
A AT A MCOHJ’CH;;CIQ:?
48 [ 25-E AR | EU 3. | MS(ES)608.1,610.2 (M +1), Re= 037 (50%
[HRw IV o v 8 A EtOAC/CH;;,C]ﬂ
AL
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44 35-Umn BT Y 2. | Re= 0015 (2:1 Hex/EtOAc); MS (ES) 540.0 (M+1)
3-A N
50 =R Y T | Y . | Re=0.14 (1:2 Hex/EtOAc); M5 (ES) 556.0 (M+1)
SR o e 3-4 I
51 35- P AFA 1 UYL | MS(ES) 3001 (M+])
3w
52 TG L Y Poe | RA=022 12 Hex/EtOAc; MS (ES) 538.0 (M+1)
U 31
22
S A R o | EU UL R0 13T He/EtOAc: MS (ES) 386.0 (M1
Y T 3-1
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0000000000000 000000000000000000000000000¢0
00 605.090 0000000 (aspci)d m/z0 605.9(MO 1), m/z0 603.9(M-1)0 © H NMR(3
00 MHz, CDCl, )3 7.73(s, 2H), 7.52(m, 1H), 7.45-7.05(m, 10), 4.98(s, 2H), 4.67(s
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a(m, 2H), 7.44-7.28(m, 5H), 7.23(s, 2H), 5.14(s, 2H), 4.76(s, 2H)O

00000

oooooo

000000000 (@.000)00000000000p0 000000000 .
0)I0D0DO00DO0O00O000O000DO00OD0DDOODODOODONOODONOODOOooOooOd
000000000000 00000000000000000000, 00000
000000000000 0O000O000O00000000000000000000
ooooooooo

0o0oo

0000000000000 O00O0O00O0O00O0O00O0O00O0O0n

~ OO ooogogao

Ooooooogogooao
I sy |

10

20

30

40



(88) JP 4895476

B2

FF
F
F
FF
0oooo
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EH
36 a=a=! EoRo e | MS(ES) 564.9 (M+1); TLC Re= 0.1 (30% 3t~
A F fEL0)
57 T o | b Krd i | MS(BS)607.0 (M+1); TLC Ry=0.1 (20% 2= F b/~
A F &)
33 4-AFlt | 2-B Fuk | MS{ES) 643.0 (M'+1); TLCRy=0.1 (2.5% MeOH/¥
ARF - | A | rmru AR
A
59 | oA | 2-k Fad | MS(BS) 6459 (M™+1); TLC Ry= 0.1, (50% EtOAc/~%
Uz P I o
60 | A FaT | 22k FuF | MS(ES) 5879 M +1); TLC Rp=0.1 (56% EtOAc/~F
32 o b
61 AT 2 ] 2-8 Frd | MS(ES) 6299 (M'+1), TLC Ry= 0.1 (50% EtOAci~%
g
62 EY 4l | 2ok Fud | MS(ES)621.9 (M), TLC Ry= 6.5 (30% EtOAc/~F
A 2 ez
63 | KUY | B Faxie | MS(ES)608.0 M 1) TLC Ry=0.1(50% EtOAc/~F
A4 N AF I !
64 | U P3| B Fo¥die | MS(ES)Y607.9 (M +1); TLCRy= 0.1 (30% EtOAc/~ %
A N A v
63 27 -k FoF | BT 116 °C TLC Re=0.35 (2.1~ 3 - /Et0AC)
So]- A T | MSIES) 592.8 (M+1), 574.8 [(M-0H)]
o= A
0o0o00ooao
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EHi R’ YT — 4
B5
65 L EE.E Y | MS(ES)617.0, 619.0 (M +1) Ry= 0.27 (6.25% MeOH/CH,Cly)
Vel F
67 4oy o | Re=0.30(6.67% MeOH/CH:Cly)
P
68 2oz mu.r Yy | MS(ES)617.0,619.0 (M +1) Rr=0.29 (6.25% MeOH/CH,Cly)
a3 N
69 | 26-07 A4 n-7 | MS(ES)617.9 (M'+1); Ry= 040 (10:1 CHCL/MeOH) 10
= ooy 4 24
70 2607 mu.7 = | MS(ES)649.9 (M'+1); Re=0.43 (10:1 CHCl/MeOH)
oty 4V

Do0o0o0Q
0000000 [00O(@,0000000000000000000)0000000000
0000000 [@,0.,01]J00000000000]0[00@@O000000000)00
0000000000000 0000000000]00000

Doooao

20

F
F

[CO0@. 000000000000 000DO0O0O0O)ODOODODOoOoOooOooOOoDbODDGO 30

F

[O.0,0]100000000
0O0o)oo@ooooo

O

O Ooj0[00Cert000000O0DDOOOOOOO
O

OCoOghODODOHMIOOOOOO
O

O

O

00Q0)0o0o0OoOo0oo0ooooooo]ooooo@.
0000000000 000O0O0O0O0OOoO(O.o0me
0000000 .00000000000000000
000000000, 000000000000000000,LD00,00000000
0000000000000 00000000000O0O0O0O0O0O0OO0OOOOMS(ES) 6
09.1(M+1)*0 TLC R, O 0.43(100 MeOH/CHCI,)O

oooooao

0000000000000 00000O00O0O0O0O0O0O0DO0D0D0o0o0oDoDoDoDoooan
oooooao 40

O
O
O
O.0000000000)00
O
O



O

O
O
O
O
O
O

O Oooo

(90) JP 4895476 B2 2012.3.14

F
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F” °F
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EET R L T
&5
72| 5. | MS(ES) 637.2 (M+1)T: TLC Re= 0,30 (10% MeOH/CHCL)
A v
B EAEY | B 188 °C; TLC: Re= 038 (L1 ~ 4 /EtDAc); MS(ES) 643.9
(M+1), 625.9 (M-OH)
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F=ARY J

v haX
AT

MS (ES) 6161 (M+1), MS (ES-) 614.1 (M-1); ' HNMR
(400 MHz, CDCL) 8 7.87 (s, 1H), 7.67 (dd, 1H, J = 1.5,
7.8 Hz), 7.62 (s, 2H), 737 (dt, 1M, J= 14,74 Hz), 729
(dt, 1H, J=14,78 Hz), 7.12(dd, 1H, /= 1.0, 7.8 Hz),
5.43 {5, 2H), 4.82(d, 2H, /=68 H2), 403 (¢, 1H,J=76
Hz), 3.74 (m, 4H). 3.06 (m, 4H)

83

s

2-1 Rk
PP S o 2

MS (£S5} 630.1 (M+1), MS {ES-) 628.0 (M-1); 'HNMR
(400 MHz, CDCls) 8 7.86 {5, 1H), 7.66 (dd, 1H, J = 1.4,
7.8 Hz), 7.62 (s, 2H), 734 (&, 1H,J= 1.0, 7.4 Hz), 7.26
{(de, 1H, J=2.0,79 Hz, 7.12(dd, 1H,J = 1.0, 7.9 Hz),
542 (s, 2H), 4.07 (¢, 2H, J= 6.0 Hz), 3.73 {m, 4H), 3.18
204 J=6.0Hzy, 3.00 {m, 4H), 224 (br s, 1H)
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VAT AT
i/

[ =
VAT

MS (ES) 574.3 (M+H) "HNMR (460 MHz, CDCls) 8
7.88 (s, 1H), 7.67 (dd, 1H,J =77, 1.9 Hz) 7.60 (s, 21,
735 ¢dt, 1H, J=8.0, 1.7 Hz), 729 (dt, 1H, /= 7.7,2.0
Hz), 7.15 (dd, 1H,J=3.0, 1.3 Hz), 5 42 (s, 2H), 4.83 (br
5, 2H), 422 {brs, 1H), 2.78 (s, 6H)

VAFNT

N

2-8 Frd
Lo b

MS (ESY 588.1 (M+1), 586.1 (M-FD) "H NMR (400 MHz,
CDCL) §7.87 (s, 1H), 7.67 (dd, 1H, J = 7.8, 1.8 Hz), 7.60
(s, 2H), 733 (dt, 1H, /=79, 1.5 Hz), 727 (di, 1H, J =
$.3,1.8 Hz), 7.16 (dd, 15, J=8.3, 1.1 Hz), 5.41 (s. 2H).
4.07 (dt, 21, J = 6.7, 6.1 Hz), 3.20 (i, 2H, = 6.1 Hz),
2.78 (4, 1L J= 6.7 Hz), .76 (s, 6H)

36

F A SR
u/

2-1 Rk
RO o 1 V)

MS (ES) 646.1 (M+11); 'H NMR (400 MHz, CDCl) 8
7.88 (s, 1H), 7.68 (dd, 1H,J= 7.7, 1.8 Hz), 7.62 (s, 2H),
736de 1H,J=8.0,1,5Hz), 7.28 (dt, 1H, /=77, 1.1
Hz), 7.15 (@d, 1H, J=$.0, 1.1 Hz), 5.40 (s, 2H), 4.09 {m,
7HY, 3.25 (m, 4H), 3.19 (t, 2H, J = 6.3 Hz), 2.69 (m, 4H)

87

EARY S

A

MS (ES+) 600.1 (M+1), MS (ES-) 398.0 (M-1); 'H NMR
(400 MHz, CDCls) 57.89 (s, 1HY, 7.65 (dd, 1H, J =19,
7.8 Hz), 7.63 (s, 2H), 7.33 (dt, 1H, /= 1.5, 8.0 Hz), 7.25
(dt, 1H, 7= 1.8, 7.4 Hz), 7.10 (dd, 1H, J= 1.1, 8.0 Hz),
5.42 (s, 2H), 3.73 {m, 41, 3.00 (m, 4H), 2,51 (s, 3H)
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38

ERATRY S

pea v
il

MS (ES) 626.0 (M+H) 'H NMR (400 MHz, CHCL;) &
7.88 (s, 1H), 7.65 (m, 3H), 7.33 (dt, 1H,J= 7.8, 1.5 Hz),
725 (dt, 1H, /=78, 15Hz), 712 (dd, 1H, /=78, 1.0
Hz), 5.44 (s, 2H), 3.75 (m, 4H), 3.04 (m, 4H), 2.32 (m,
1H), 1.67 (m, 2H), 1.06 (m_ 2H)

89

EAEY S

A hFi
AT

MS (ES) 630.1 (M+) 'H NMR (400 MHz, CHCL) &
7.81 (s, 1H), 7.70 (dd, 1H,J="7.3, 1.9 Hz), 7.68 (5, 2H),
731-7.40 {m, 2H), 7.22 (dd, 1H, J =78, 1.5 Hz), 5.49 (s,
2HD), 4.77 (s, 2H), 3.74 (m, 4H), 333 (s, 3H), 3.01 (m, 4H)

90

EARY S

22-0 4 K
X T oF
Vi

MS (ES) 674.2 (M+1]) 'H NMR (400 MHz, CHCL3) &
7.88 (s, 1H), 7.70 (dd, 1H,J = 7.8, 1.5 Hz), 7.66 (s, 2H),
736 (dt, 1H, /=78, 1.3 Hz), 729 (dt, 1H, J= 7.8, 1.5
Hz), 7.16 (dd, 1H,J = 7.8, 1.5 Hz), 5.46 (s, 2H), 4.81 (¢,
1H,J=5.7Hz), 3.75 (m, 4H), 3.31 {s, 6H), 330 (d, 2H, J
=5.7 Hz), 3.01 {m, 4H)

91

W AF N
TR

AT

MS (ES) 558.1 (M+H), 556.1 (M-H) 'H NMR (400 MHz,
CHCL:) 5 7.86 (5, 1H), 7.64 (dd, 1H, /= 7.8, 1.9 Hz), 7.61
(s, 2H), 732 (dt, 1H,J = 7.2, 1.6 Hz), 7.24 (dt, 1H, J=
72,19 Hz), 7.14 {dd, 1H, J = 7.8, 1.6 Hz), 3.41 (s, 2H),
2.76 (s, 6H), 2.52 (s, 3H)
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A F A
B

AT
AF

MS (ES} 588.2 (M+H) 'H NMR (400 MHz, CHCl;) &
7.85 (s, LH), 7.66 (dd, 1H.J =74, 1.5 Hz), 7.64 (s, 2H),
7.28-7.37 (m, 2H), 7.24 (m, 1H), 5,46 (s, 2H), 4.76 (s,
2H), 3.31 {s, 3H), 2.74 (s, 6H)

93

VA F I
TR/

22 UA
¥ L=
7

MS (ES) 632.1 (M+H) 'HNMR (400 MHz, CHCly) &
7.87 (s, LF), 7.70 (dd, 1H, J= 78, 1.5 Hz), 7.66 (s, 2H),
7.36 (dt, 1HLJ =78, 1.5 Hz), 729 (dt, IH,J=7.8, 1.5
Hz), 7.16 (dd. 1H,.J = 7.8, 1.5 Hz), 5.46 (s, 2H), 4.81 (3,
1H,J= 5.7 Hz), 331 (s, 6H), 330 (d, 2H, J = 5.7 Hx),
2.76 (s, 6H)

94

Fof
SESLRY 2

[ s =
e AT

MS (ES) 632.3 (M+H) 'H NMR (400 MHz, CHCL;) 8
7.89 (s, 1H), 7.67 (4d, 1H, =78, 1.7 Hz), 7.63 (s, 2H),
737 (dt, 1H, J= 7.8, 1.7 Hz), 7.29 (dt, 1H, J =78, 1.7
Hz), 7.15 (dd, 1H, = 7.8, 1.0 Hz), 5.42 (s, 2H), 4.83 (br
s, 2H), 4.10 (br s, 1H), 3.26 (m, 4H), 2.69 (m, 4H)

95

T3
SEAAY

AF

MS (ES) 616.1 (M+H), 614.1 (M-1) 'H NMR (400 Mtlz,
CHCL) 8 7.87 (s, 1H), 7.67 (dd, 1H, J =738, 1.9} 7.63 (s,
2H), 7.36 (dt, TH, J=72,1.6), 727 (dt, 1H,J =72, 1.9),
7.13 (dd, 1H, J = 7.8, 1.6), 5.41 (s, 2H), 3.26 (m, 411),
2.69 (m, 4H), 2.53 (s, 31D

96

A EH S
Aonlad S

BN
e A

MS [ES] 597.1 (M+H)", 595.1 (M-Hy. H NMR (400
MHz, CHCL) 8 7.91 (s, 1H), 7.74 (dd, 1H, J= 7.6, 1.6
Hz) 7.70 (br s, 1H), 7.45-7.49 (m, 3H), 7.41 (dt, 1H, J =
7.6, 2.0 Hz), 7.34 (br s, 1H), 7.21 (dd, 1H, /= 80,12
Hz), 6.92 (brs, 1H), 5.42 (s, 2H), 4.83 (m, 2H), 3.00 (br s,
1H)
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ooooo

97 P 2, | MS IES] 3811 (M+H)", 379.1 (M-H). "H NMR (400

Foulart 2 MHz, CHCL) 8 7.91 (s, 1H), 7.73 (dd, 1H. /=77, 1.9
Hz) 7.60 (m, 1H), 7.41-7.45 (m, 3H), 7.35 (dt, 1H, J =383,
1.8 Hz), 7.32 (m, 1H), 7.17 (dd, 1H, J = 8.3, 1.4 Hz), 6.92
(m, 1H), 5.38 (s, 2HD), 2.50 {5, 3H)

9% A2V — | vz w7 | MS(ES)607.1 (M+H) "HNMR (400 MHz, CHCl;) 8

Foraleod 2 g | 791G 1H), 7.7 (dd, 1H, J= 7.8, 1.0 Hz) 7.62 (s, 1H),
7.43 (s, 2H), 7.42 (1, 1H, /= 7.8, 1.0 Hz), 7.34 (m, 2H),
7.17(dd, 1,7 =738, 1.0 Hz), 6.94 (s, 1H), 538 (s, 2H),
229 (m, HH), 1.14 (m, 2H), 1.05 (m, 2H)

99 o =AY | A R | MS(ES)611.2 (M+H) "HNMR (400 MAz, CHCL) 3

Tl Jb A | 7.89(s, 1H), 772 (dd, 1H, 7= 75,21 Hz) 7.63 (s, 1H},
746 (s, 2H), 7.37-7.45 (m, 2HD), 7.29 (5, 1H), 7.25 (dd,
L 1H, J= 7.5, 1.4 Hz), 6.91 (s, 11D), 543 (5, 2H), 4.75 (s,
2H), 3.33 (s, 3D

100 | A F 4. | v FaFd | MS(ES) 6293 (M+H) "HNMR (400 MHz, CHCl:) &

~eH 0 | WA | T89(s, 1H), 7.67 (dd, 1H, J = 7.7, 1.9 Hz}, 7.65 (s, 2H),
ey TAT (A, 1H, J=7.7,13 Hz), 7.29 (dt, 1H, /=77, 1.8
' Hzd, 7.13 (dd, 1H, J = 7.7, 1.3 Hz), 5.42 {s, 2H), 4.82 (d,
2H,J=T.4 Hz), 4.18 (t, 1H,J =74 Hz), 3.06 (br s, 4H),
2.48 (br s, 4HD), 2.35 (s, 3H)
101 | 4-RAF At ZFL | MS(ES) 613.2 (M+H), 611.2 (M=) 'H NMR (400 MHz,
AT ] CHCl:) 8 7.87 (s, 1H), 7.63-7.65 (m, 3H) 7.33 (dt, 11, J =
s 7.2, 1.6 Ha), 7.25 (dt, 1H,7=72,1.9 Hz), 7.13 (dd, 14, J
=78, 16Hz), 540 (s, 21, 3.04 (m, 4H). 2.51 (5, 3H),
2.45 (m, 4H), 2.32 (s, 3H)

102 414 VT2 B Fex | MS(ES) 657.2 (M+H) "H NMR (400 MHz, CHCL) 5
E S | s | 789 (s, TH), 7.64-7.68 (m, 3H), 7.37 (m, 1H), 7.31 (dt,
Sved 1H, /=14, 1.6 Hz), 7.14 (dd, 1H, /=77, 1.6 Hz), 5.42

(s, 2H), 4.82 (m, ZH), 4.20 (br s, 1H), 3.04 (m, 41D, 2.74
{s, 1, J = 6.7 Hz), 2.55 (m, 4H), 1.05 (d. 6H,J = 6.7 Hz)

103 dod V7m | 2.1 Fud | MS(ES)671.2 (M+H) "H NMR (400 MHz, CHCLs} &
PG | semen | 7.87 (s, TH), 7.65 (m, 1H), 7.63 (s, 2H), 7.33 (dt, 1H,J =
SRS 8.1, 1.6 Hy), 7.27 {m, 1H), 7.14 (dd, 1H, /=738, 1.6 Hz},

3.40 (s, 2H), 4.06 (m, 2H), 3.19 (t, 2H, J= 5.8 Hz), 3.04
(brs, 41D, 2.75 (m, 1H), 2.55 (br s, 4H), 1.04 (d, 6H,J =
740 Hz)

104 4-73 1L r S AFL | MS[ES] 641.2 (M+H)'. "H NMR (400 MHz, CHCL;) 8
P VRIS 7.86 (s, LH), 7.66 (m, 3H) 7.34 {dt, 1H,J= 7.3, 1.5 Hz),
vl 7.25 {m, 1H), 7.12 (dd, 1H, /= 8.0, 1.0 Bz}, 5.37-5.47 (m,

4H), 3.33 (dt, 2H,J =117, 2.3 Hz), 2.81 (m, 2H), 2.53 (s,
3H), 2.37-2.44 (m, 13D, 1.79-1.97 (m, 4H)
oooooo
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000000000000 00000000000000000000000000000
MS [ES] 588.1(M+H)*, 586.1(M-H)"O 7 H NMR(400 MHz, CHCl;)3 7.87(s, 1H), 7.71(s,
2H), 7.37(m, 1H), 7.26-7.32(m, 3H), 5.50(s, 2H), 3.93(m, 2H), 2.87(m, 2H), 2.74(
s, 6H)0

Dooooo
000000000O00000000000000000000000000000
ooooo

FF
F
F
FF
goood
e R R’ BET—
EE
106 EAARY S © Fr& oA | MS(ES) 616.0 (M+1%; TLC Ry=0.1 (50% EtOAe/
F L)
107 | 42T 05 | & Ruso A | MS(ES) 6291 (M +1); TLC Ry= 0.3 (3% MeOH/
Vled A F i viwmaiir)
108 DRAFNTE | b Fudiaa | MS(ES)5740 (M +1);, TLC): Re= 0.4 (30%
F A EtOAch~ )
08 0 0AF A7 | © Fado. 2 | MSES 631 IM 15 TLC R, = 0.3 (3% MeOH/
J T Y A o Voo kR
N-FE 7
1i6 Fob.BARY S | B Fodiaz | MS (ES)632.0 (M +13;, TLC Ry= 0.2 (50%
F fle BiQAc/~F 1)

30

40
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ooooao
111 =Rl g (e Y | MS(ES) 6989 (M +1); TLC Ry = 0.1 (5% MeOH/
Py A Viuaua Ay
112 1 434/ —n-1- | & Fu®isd | MS(ES)397.1 (M+1); TLC Re= 0.1 (20%, ¥4
A F 1 T 25% T bt TR
113 FaR G L i $ MS (ES) 586.2 (M™+1); TLC Ry= 0.1 (50% 22—
T f T )
[ e N kE MS (ES) 586.2 (M1} TLC Ry= 0,1 (50% =—
A J F I F '
it5 FARY A RFLAF D EA LS °C; TLC: Re=0.15 (2.1 ~F 3
A E1OAC) MS(ES) 6299 (M+1)
oooooao

gboboooooboobobobooonn

gboood

gboboooooboobobobobooonn

0oo0oooao
e R T
B
116 Tk U 7 | MS (ESH) 586.0 (M+1)", MS (ES-) 584.0 (M-1y. "H NMR (400 MHz,
CDCly) & 14.68 (br 5, 1H), 7.87 (s, 1H), 7.84 (s, 25}, 7.534 (m, 1H)}, 7.46
(m, 1D, 7.38 {m, 2H), 5.64 {5, 213, 3.74 (m, 4H), 2.99 (1, 4H)
117 | JAFA-7 | MS (ES) 544.0 (M+H), 542.0 (M-H) "H NMR (400 MHz, CHCl;) 3 7.88
z (s, TH), 7.82 (s, 2H) 7.56 (m, 1H), 7.46 (m, 1H), 7.38 (m, 2H), 5.62 (s,
2H), 2.75 (s, GH)
HE | 4o 251 | MS [ES] 599.1 (M+H) 'H NMR (400 MHz, CHCL) 8 7.89 (s, 1H), 7.85
~8Z vy | (s, 2HD, 7.54 (m, 1H), 7.44 (m, 1H), 7.33-7.40 (m, 2H), 5.61 (s, 2H), 3.04
ey (br s, 4H), 2.48 (br s, 4H), 2.33 (s, 3H)
oooooo
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H R’ B — 7
H
119 ENARY MS (EBS) 585.1 (M+H) "HNMR (400 MHz, CHCL;3 51325 (brs,

1H), 7.89 (s, 1H), 7.86 (s, 2H), 7.60 (s, LH), 7.46 (m, 1H), 7.38 {m,

1H), 7.30-7.32 (m, 2H), 5.63 (s, 2H}, 3.75 (m, 4H), 2.99 (m, 4H)

120 SRFE AT MS [ES] 543 1 (M+H). TH NMR (400 MHz, CHCI3) 1325 (br s,
T 1H), 7.89 (s, 1), 7.83 (s, 2H), 7.67 (s, 1H), 7.46 (m, 1H), 7.38 (m,
1H). 7.30-7.32 (m, 2H), 5.59 (s, 2H), 2.72 (s, 6H)
121 | 4 R S0 2T MS [ES] 5982 (MHH), 396.1 (M-H). "H NMR (400 MHz, CHCL) 3 10

Zsro g A | 13.25 (brs, LH), 7.89 (s, 1H), 7.86 (s, 2H), 7.66 (s, 1H}, 7.43 (m, 1H),
7.36 (m, 1H), 7.27-7.30 (m, 2H}, 5.59 (s, 2H), 3.00 {br 5, 4H), 2.45 (br
g, 4H), 2.31 (5, 3H)

122 | FA-FAm U | MS[ES] 601.0 (M+HY. THNMR (400 MHz, CHCL) § 7.89 (s, 1H),
s 7.83 {s, 2H), 7.68 (s, 1H), 7.47 (m, 1H), 7.38 (m, 1H), 7.31-7.33 (m,
2H), 5.59 {3, 2H), 3.23 (m, 4H}, 2.69 (m, 4H)

oooooao

gboboooooboobobobooobobobobobooooboboboboonn
ogoooao
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30
e R YT —
s
123 | =0 2 | MS[ES] 585.1 (M+H) . "H NMR (400 MHz, CHCL) & 884 (s, 1H),
7.88 (s, 1H), 7.83 (s, 2H), 7.48 (m, 1H), 7.43 (m, 1H), 7.33-7.40 (m, 2H),
5.58 (s, 2H), 3.73 (m, 4H), 2.97 (m, 4H)
124 | 2RAFA | MSIESS42.9 (M) "H NMR (400 MHz, CHCL) 8 11.67 (br s, 1H),
TR | 877 (s, 1HD, 7.86 (s, TH), 781 (s, 2H), 7.47 (m, 1H), 7.42 {m, 1H), 7.32-
7.36 (m, 2H), 5.54 (s, 2H), 2.68 (s, 6H)
125 F - MS [EST601.1 (M+H), "H NMR (400 MHz, CHCL) 8 8,70 (s, 1H),
Ry | 7.88 (s, TH), 7.80 (s, 2H), 748 (m, 1H), 7.43 (m, TH), 7.33-7.37 (m, 2H),
5.53 (5, 2H), 3.20 (m_4HD), 2.65 (m, 4H)
40
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Ei

HE

RZ)

RI

BET 5

126

S N

A Fr

MS (S 600.2 (M+1), (ES) 598.2 (M-1) 'H NMR (400
MHz, CDCLy) § 7.86 (5, LH), 7.72 (s, 2H), 7.55 (dd, 1H,
J=15,74Hz),730 (dy, 1H,.J=1.3,7.3 Hz), 7.23 (dy,

1H,J=1.9,7.4 Hz), 7.17 (dd, 11, J= 1.1, 7.8 Hz), 5.47
(s, 2H), 3.71 (m, 4H), 2.98 (m, 4H), 2.64 (s, 3H)

127

HEARY S

A T
n

MS (ES) 628.2 (M+H) 'H NMR (400 MHz, CHCL) &
7.88 (s, 1H), 7.72 (s, 2H), 7.60 (dd, 1H, J=7.8, 1.4 Hz),
731(dt 1H,J=78, 1.4 Hz), 7.22 (dt, 1H, J= 7.8, 1.4
Hz), 7.14 (4d, 11, /= 7.8, 1.4 Hz), 5.48 (s, 2F]), 3.73
(m, 45, 3.26 (s, 1H,J = 6.7 Hz), 3.01 (m, 4H), 1.46 (d,
6H. J = 6.7 Hz)

128

AR Y S

A mn
v

MS [ES] 626.1 (M+D". "H NMR (400 MHz, CHCL) &
7.88 (s, TED, 7.72 (s, 2H), 7.55 (dd, 1, J = 7.3, 1.4 Hz),
731(dt, 1H, J=73, L4 Hx), 7.22 (dt, LH, J=73, 1.4
Hz), 7.16 (dd, 1H, J= 7.8, .4 Hz), 5.48 (s, 2H), 3.73
(m, 4H), 3.00 (m, 4H). 2.24 (m, 1H), 1.17-1.34 (m, 4H)

129

Y
P e

AF R

MS (ES) $81.1 (M+H), 'H NMR (400 MHz, CDCL) 8
7.90 (s, 1H), 7.72 (s, 1H) 7.56 (10, 3H), 7.28-7.37 (m,
4H), 6.94 (s, 1H), 5.50 (s, 2H), 2.65 (s, 3H)

130

AL
A S

AV Toe
Al

MS {ES) 609.1 (M+H) "H NMR (400 MHz, CHCI) §
7.89 (s, 11D), 7.68 (s, 1H) 7.58 (4d, 11, J=7.5, 1.7 Hz),
752 (s, 2H), 7.22-7.36 (m, 4FD), 6.94 (s, 1H), 5.46 (s,
2H), 3.25 (s, 1H, /= 6.9 Hz), 1.45 (d, 6H,J = 6.9 Hz)
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0D00)O0O0oO0DOOO0OOOO[@O.0,.0]00000000000]0[0O0@O0000
0000)I0OO0DOO0O0OOO0OO0OOO0OOOOODOOOOOOO0]00000(@.00900 .0
Ommo)O0OCOOO( .OM)000O0O00OO0OO0OODOODODOOONDOOOOOOOOOOO
D000000000000000000000000000000000000000
00000000000 (@OO0OO0O0OO0OO0D0DOOO0OOOOOONOOOOOOOoOo)IOon
000000000 (@ .00g0000)I000MS(ES) 607.1(M+H)O ? H NMR(400 MHz,
CHCl3)3 7.88(s, 1H), 7.61(s, 1H) 7.51(m, 3H), 7.21-7.33(m, 4H), 6.92(s, 1H), 5.4
3(s, 2H), 2.20(m, 1H), 1.17-1.31(m, 4H)O

Do0o0o00

00000000 [QO(@,0000000000000000000)I00(@,000
0000O0ADODODODODOODOODOODOOODO)IOCOO[OD,0,0]00000000000]
D[Oo@O00O000O00O0)0O0(@OONDONONO0DONONONON)DO0O0OoDOoooon
O
O

ocooDjooo0o
oodod

O

O[oO(@.0000000000000000000)0O00@O0O00oooooan
0O)Y§oooOo[o,0,0]00000000000]0[00@O0O00000000)000
000000000000 0000000000]00000C@ .00g00 .00 mmol)O
0000000 (@.On)00O00D0DO0OO0D0DO0OODOOODOONDOODO(@.00g00 .0
Ommo)00O0O0OODC0OOOOOOOOOOOOOOOOOOOOOODOO 0000000
0000000000000 000000000000000000000000 (@O0
0000000000000 000000O0000)000000000000000M
S(ES) 678.0(M+H)O ” H NMR(400 MHz, CD5COCD5)3 8.09(s, 1H), 7.99(s, 2H), 7.65(m,
1H), 7.42(m, 2H), 7.35(m, 1H), 5.86(s, 2H), 3.89(m, 3H), 3.62(m, 4H), 3.26(m, 4H
). 3.14(m, 2H)O
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%gm R Yy — 5
L

1331 & Fadi- | MS(ES) 6640 (M+H) "HNMR (400 MHz, CHCL:) 8 7.92 (5. 1H), 7.74
A | (dd, 1H,J =738, 1.6 Hz) 7.61 (s, 2H), 7.44 (dt, 1H, /=78, 1.6 Hz), 736
(dt, 1H,J=78, 1.6 Hz), 7.18 (dd, 1H, J = 8.1, 0.9 Hz), 548 (s, 2H), 4.83
(d, 2H,J= 6.6 Hx), 3.75 (1, 1), 3.35 (m, 4H), 3.15 (m, 4H)

134 AT MS [ES] 648.1 (M+H)", 646.0 (M-Hy. 'H NMR (400 MHz, CHCE) 8
791 (s, 1H), 7.73 (dd, 1H,J = 7.7, 1.9 Hz) 7.62 (s, ZH), 741 (m, 1H}, 7.31
(dt, 1H, J=79,2.2 Hz), 7.15 (m, 1H), 5.47 (s, 2H), 3.56 {m, 4H), 3.15 (m,
4H), 2.53 (s, 3H)
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BE

135 | I | B FexiadFi | MS(ES) 6480 M+, TLCR=02 (7 & )
136 | 2 | b FoFo-A T | MS(ES) 664.0 (M +1); TLC Re= 0.1 (60% EtOAc/~F

=)
(37 [ 2 | -t Fak o.m | MS(ES) 6459 (M +1); TLC Ry= 0.1 (50% EtQAc/~F 4
L )

ooooDoo
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000000000000 0O000000000000000000000000000
000D0O000MS [ES] 633.0(M+H)*0 © H NMR(400 MHz, CDCOCD5)& 13.4(br s, 1H), 8
.10(s, 2H), 8.04(s, 1H), 7.64(br s, 1H), 7.38(m, 2H), 7.28(m, 2H), 5.93(s, 2H),
3.55(m, 4H), 3.20(m, 4H)O

oooooo

00000000 [0O0(@.,.0000000000000000000)IO00(@O00
DO00oADOODOOOOOODOOOOO)OC0O[O,0,0]0000000000070¢[
0D0(@O000000D00)I0DO00O00O00O000000000000]000000
ooooo
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04,5\) Fr

3
0000000000 (@.OmM0O00)DO0[OO0(@,0000000000000000
0O00)Y0C0OO0DC0OO0DC0OO0DOO0DCOO0OOOOOOOO[O,0,0]00000000000]0
[CO0@O0DO0O0O00O00O0) 0000000000000 ONOONoOONo]ooooao(
0.0gd0.00mmoDODDOOO( .OmM)000O00OOD0ON0ONO0ON0ONO0DO0OO0O
000000000000 0000000000000000000000000000
0000000000 @O000000OO00OONOONOONOONOONOONOONoOn)DOnD
00000000 @OmgD 00 0)0000MS [ES] 632.1(M+H)*, 630.1(M-H) O H NM
R(400 MHz, CHCIZ)d 7.90(s, 1H), 7.71(dd, 1H, JO 7.8, 1.9 Hz) 7.62(s, 2H), 7.38(d
t, 1H, JO 7.9, 1.6 Hz), 7.31(dt, 1H, JO 7.9, 1.9 Hz), 7.15(dd, 1H, JO 7.8, 1.6 H
z), 5.45(s, 2H), 3.83(m, 2H), 3.10(m, 2H), 2.87-2.96(m, 4H), 2.52(s, 3H)O
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ooooo
3= R’ R" g F
140 N 7-7mm | MS(ES)577.2 (M+1), 'H NMR (300 MHz, CDCL); & 7.89
(s, 1H), 7.62-7.25 (m, 12H), 5.68 (s, 2 H)
141 KE A MS (ES) 543.3 (M+1), '"H NMR (306 MHz, CDCL): 8 7.99
(ap q, 1H), 7.89 (s, 1H), 7.66-7.23 (m, 11H), 5.67 (s, 2H)
142 KT 4-707 | MS (ES) 5613 (M+1), 'H NMR (300 MHz, CDCL): & 8.04
o (m, 1H), 7.88 (s, 1H), 7.68-7.09 (m, 11H), 5.67 (s, 2H)
143 1 ok 3. U7 1 MS(ES) 611.3 (M+1),88.19 (m, 1H), .11 {d,./= 7.8 Hz,
Juskri. 1 1), 7.76 (s, 1H), 7.60-7.13 (m, 9H), 5.56 (5, 2H) 10
AN
144 A 2-7 0 | MS (ES 561.3 (M+1), 8 7.75 (s, 1H), 7.61-6.96 (m, 11H),
o 5.54 (s, 27H)
45 | 2.xra VY | 2.7 aa | MS(ES) 674.2 (M), TLC (50% EtOAc/~3 1), Re=
NS N P (.59
I v
146 | (I31-Ud% | 22711 | MS(ES) 663.6 (M+1), 'H NMR (300 MHz, CDCLy): 5 7.82
BT (s, 1H), 7.51-7.37 (m, 9H), 7.22 (m, 28D, 5.58 (s, 2H), 5.28
My RF 1L (ab q, 1H), 4.54 (dd, J = 14.5,3.2 Hz, 1H), 4.18 (dd, J =
14.5, 5.0 Hz, 1H), 3.83-3.63 (m, 4H)
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147 j .G Yol | MS(ES) 674.2 (M+1); TLC Ry = 0.39 (50% EtOAc/~% 2 1)
A At 5oL
148 | (13-4 F % | MS (B8) 663.6 (M+1), 'H NMR (300 MHz, CDCl): 8 7.85 (brs,
Zded A A | 1H) 778 (dd, J =77, 1.6 He, 1H), 7.61-7.49 (m, 3H), 7.41-7.10 (m, 40
2 7HY, 5.46 (s, 2 H), 532 (t, J=3.0 Hz, 1H), 497 (d, J = 3.0 He, 2H),
‘ 3.70 (m, 4H)
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149 VU S os | B B 577.09) MS (ESD m/ 5763 {(M-1)'H NMR (300 MHz, CDChL)
oA | B5.66 (s, 2H), 7.30-7.56 (m, $H), 7.84 (s, 1H), 8.54 (d, 1H, /= 1.87 Hz),
8.76 (m, 1H)
150 U DB E 577.09, MS (BSTmiz 376.3 (M-13:H NMR 300 MHz, CDCE)
e e 1 B3.61 (s, 2H), 7.16 (&, J = 5.85 He, 21D, 7.34 (m, 2H), 7.42 (m, 1H), 7.50
(m, 3H), 7.87 (s, 1H), 8,77 (d, 2H, J = 5.66 Hz)
151 AF A | MS{ES]515.1 (M+H)', 513.1 {M-H); 'H NMR (400 MHz, CHCl;) 5
15.25 {brs, 1I0), 7.90 (s, 1H), 7.71 (s, 2H), 748-7.57 (m, 2, 7.35-7 44 20
(m, 2H), 5.74 (s, 2H), 2.61 (s, 3H)
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(M+1)0 ” H NMR(300 MHz, CDCl, )O & 7.82(s, 1H), 7.53-7.19(m, 11H), 5.59(s, 2H),
4.40-3.98(s, 4H), 2.06(br s, 1H)O
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MS(ES) 621.0(M+1)0 “ H NMR(300 MHz, CDCl; )0 & 7.86-7.09(m, 12H), 5.44(s, 2H), 4
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156 T nmy 7| -CHO | MS(ES) 614.0 (M-+1), MS (ES-) 612.6 (M-1); 'H NMR (400
MHz, CDCE)Y 8 1015 (s, 1H), 7.87 (s, 1H), 7.69 (s, 2H), 7.67
(m, 1H), 7.41 (m, 3H), 5.54 (s, 2H), 3.72 (m, 4H), 3.01 {m,
4H)
155 Tewnmy s | -CHe MBS (ES) 628.1 (M+1), MS (ES-) 626.0 (M-1), 'HNMR (400
CHO MHz, CDCL) 8982 (¢, 1H, J = 1.0 Hz), 7.86 (5, 1H), 7.70
(dd, 1H, /=19, 7.8 Hz), 7.63 (s, 2H), 7.38 (dt. 1H,J=13,
7.8 Hz), 731 (dt, 1H, J= 1.9, 7.8 Hz), 7.16 (dd, 1H, 7= 1.0,
7.8 Hz), 5.43 (s, 2H), 4.10 (d, 2H, . = 1.0 Hz), 3.72 (m, 4H),
2.97 {(m, 413)
15 | JAF - CHO | MS (ESy 572.1 (M+H), 570.1 (M-H) 'H NMR (400 MHz,
v CDCL) 5 10.21 (s, 1H), 7.89 (s, 1H), 7.68 (m, 1H), 7.60 (s,
2H), 7.38-7.46 (m, 3H), 5.52 (s, 2H), 3.44 (s, 6H)
157 | F4.wn §-CHe- MBS (ES) 572.1 (M+), 570.1 (M-H) "H NMR (40¢ MHz,
A& Yy .y- | CHO CDCL) 3981 (s, LH), 7.92 (s, 1H), 7.74 (dd, 1H, J=T7.8, 15
xR Hz), 7.60 (s, 7H), 7.45 (dt, 1H,.7=7.8, 1.5 Hz), 7.38 (dt, 1H,
- 7.8,1.5 He), 721 (dd, 1H, J="7.8, 1.5 Hz), 5.48 (s, 2H), 4.18
(s, 2H), 3.53 (m, 4H), 3.12 {m, 41
158 A F -CHO T MS(ES) 543.0 (M, 541.0 (M-H); 'H NMR (400 MHz,
CDCly) 6 10.21 (s, 1H), 7.89 (s, 1H), 7.68 (m, 1H}, 7.60 (s,
2H), 7.38-7.46 (m, 3H), 3.60 (s, 2H), 2.58 (s, 3H)
159 HAF CHz- | MS (E8)556.9 (MED), MS (ES-) 554.9 (M-1); "H NMR (400
CHO | MHz, CDCL) 8983 (s, 1H), 7.87 (s, 1H), 7.70 (dd, 1H,J =
2.0, 7.8), 7.52 (s, 2H), 7.36 (m, 2H), 7.22 (m, 1H), 5.50 (s,
2HD, 4.08 (s, 2HD), 2.49 (s, 3H)
160 | By v SCHO | M8 (ES) 606.¢ (M+1); 'THNMR (400 MHz, CDCL;) § 10.17
4ot S (s, 1H), 8.74 (m, 2H), 7.84 (s, 1ID), 7.65 (m, 1H), 7.44 (s, 2H),
7.42 (m, 1H3, 7.38 (m, 2H), 7.21 (m, 2H), 5.56 (s, 2H)
161 | 7x=n -CHO | MS (ES) 605.0 (M+1); 'H NMR (300 MHz, CDCls); § 10.11
(s, TH). 7.74 (s, 1FD, 7.62-7.10 {m. 11ED). 5.48 (s, 2 H)
162 | 5. -CHO | TLC Ry 0.54 (EtOAc), "H NMR (300 MHz, CDCly): 8 10.20
2ot AL (s, 1H), 9.07 (s, 1H), 8.67 (m, 2H), 7.81 (s, 1H), 7.67 (m, 3H),
7.43 (m, 3H), 5.93 {s, 7H)
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163 7z | MS(ES) 619.0 (M+1), T NMR (300 MHz, CDCL): 59 .82 (5, 1H), 7.34
{s, 1H), 7.76 (m, 1H), 7.59-7.19 (m, }0H), 5.45 (s, 2H}, 4.10(d, J= 1.3 Hz,
2H)
164 ¥ e | MS{ES) 6211 (M), TLC (50% EtOAc/~7 4 2 x 3), Re= (130,
A N 20
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165 7=/ | MS(ES)619,0 (M+1), " NMR {300 MHz, CDCLY: 6970 (s, 1H), 7.87- 40

7.07 (i, 12H), 5.49 (5, 2H), 5.43 (3, 2H)

166 | v Y <02n3. | TLC Ry 0.04 (75% EtGAc/~ 3 1), 'H NMR (300 MHz, CDCL3): &
A N 9.60 (s, IHNZ 7 A5 b FapRd

167 | EY ¥ r4- | TLC Ry 0.07 (75% EtOAc/~34 1), 'H NMR (300 MHz, CDCL): 8
A 9,61 (s, LHWE7 -7 v FaRT

168 | ¥ 2 12- | TLC Ry 0.07 (50% EtOAc/~F 4 >3, 'H NMR (300 MHz, CDCLy): &
A 975 (s, IDIZF VT &2 Fhind
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169 £/ MS (ES) 614,1 (M+1), TLC (30% = -—F /L~ P 3y Ry= 0.1
170 7w MS (ES) 6035,0 (M+1); TLE (33% EtOAe/~F ¥ ) Re=10.1
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A
180 T | A Y | MS (ES) 648.0 (M+1), 'H NMR (300 MHz, CDCL): 8
72 oA | T4 (s, TH), 7.63-7.10 (m, 11H), 5.36 (s, 2 H), 3.98 (s,
2H), 2.73 (m, 1H), 0.93 (d.J = 6.3 Hz, 6H)
g1 Tamoma | EARY /-2 T MS(ES)676.0 (M+1), 'H NMR (300 MHz, CDCL): 8
F 1 7.84 (s, 1H), 7.72-7.22 (m, 11H), 5.53 (s, 2 H), 3.88 (s,
2H), 3.48 (m, 4H), 2.43 (m, 4H)
182 Doz | PAFAGT R | MS (ES)634.1 (M+1), 'H NMR (300 MHz, CDCly): §
JoAF | 173 (s, 1H), 7.63-7.05 (m, 11H), 5.44 (5,2 H), 3.69 (s,
2H), 2.06 (s, 6H)
183 Trom | PEFALTE | MS(ES)662.1 (M+1), 'H NMR (300 MHz, CDCE:): 8
JoASF | T84 (s, TH), 7.72-7.22 (m, 11H), 5.54 (s, 2 H), 3.88 (s,
2H), 2.40 {0, J = 7.2 Hz, 4D, 0.78 (¢, J = 7.2 Hz, 6H)
184 T x= | ol Pl | MS(ES) 6601 (M+D), THNMR (300 Miz, CDCL): 8
A Fae | 173 (s, 1H), 7.62-7.11 (m, L1H), 5.45 (s, 2 H), 3.88 (s,
2H), 2.36 (br s, 4D, 1.53 (br 5, 41
185 Fxm | 2(PTF A | MS(ES) 676.2 (M+1), 'H NMR (360 MHz, CDCL): 8
T2y | 779 (s, 1H), 7.47 (s, 2H), 7.74-6.96 (m, 9H), 5.43 (5,2
o H), 3.93 (t,J= 8.1 Hz, 2H), 3.47 (1,./= 7.1 He, 2H),
3.23 (gd,J=7.2, 2.0 Hz, 4H), 1.19 (t, /= 7.2 Hz, 6H)
186 Ta=A | (A Y7 EE | MS(ES)662.2 (M+1), H NMR (300 MHz, CDCLy):
ST P yer | 784 (s, 1H), 7.72 (dd, J = 7.5, 2.0 Hz, 1H), 7.60-7.14
i {(m, 10H), 545 (5, 2 H), 3.17 (app £, 2H), 3.00 (m, 1H),
2.79 (m, 2H), 1.14 (d,J = 6.6 Hz, 6H)
187 TwmA | 2EAAY | MS(ES) 690.2 (M+1), 'H NMR (300 MHz, CDCL): &
JyemFor | T84 (s, TH), 7.73 (dd, 7= 7.6, 1.7 Hz, 1H), 7.60-7.16
(m, 10H), 5.44 (s, 2 H), 3.62 (t, J=4.5 Hz, 4H), 3.13 (3,
J=7.6Hz, 2H), 2.79 (t, J= 7.6 Hz, 2H), 2.50 (ap 1, J =
4.5 Hz, 4H)
188 Fxml | 24P AF - | MS(ES) 6481 (M+1), 'H NMR (300 MHz, CDCls): 8
¥ ym | 7.80(s, 1H), 7.45-6.85 (m, 11H), 5.39 (5,2 H), 4.01 (1, J
o = 7.7 He, 7H), 3.62 (1. J = 7.7 Hz, 2H), 3.14 (s, 6H)
189 T (2 U ¥ | MS (ES) 6741 (M+1), H NMR (300 MHz, CDCly): &
Saled Az | 770 (s, TH), 7.40-6.85 (m, 11H), 5.34 (5,2 H), 3.82 (1,
F =76 Hz, 7H), 3.55 (1, J = 7.6 Hz, 2H), 3.30 (m, 4H),
1.85 (m, 4H)
196 G = | RFAT I - | MSES(M+1):620.0; Rp= 0.38 {10:1 CHCL/MeOH;)
AT
191 S reA | mFAT I /- | MS/ES(M+1):634.1; Re= 0.39 (10:1 CHClyMeOH)
A
192 AR Y m Y ol- | LOMS (ES) 598.0 (M+H) "H NMR (400 MHz, CHCly)
S R FgL | D789 (s, TH), 7.68 (m, 1H), 7.61 (s, 2H), 7.35 (m, 2H),
7.28 (m, H), 5.57 (s, 2D, 3.96 (s, 2HD), 2.51 (5, 3H),
2.43 (m, 4H), 1.58 (m, 4H)
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193 AFA EARY /-4 LCMSES) 614.6 (M+H) "H NMR (400 MHz, CHCly)
1 57.89 (s, IH), 7.68 (m, 1H), 7.61 (s, 2H), 7.35 (m, 2H),
7.28 {m, 1H), 5.57 (s, 2H), 3.84 (s, 2HD, 3.38 (s, 4H),
2.55 s, 3H), 2.36 (m, 4H)
94 T xamy s | FARY /.4 | MS(ES+) 6851 (M+1), MS(ES-y 6831 (M-17 'H
T NMR (400 MHz, CDCL) 8 7.87 (s, 1H), 7.69 (5, 2H),
7.68 (m, 1H), 7.34 (m, 2H), 7.24 (m, 1H), 5.50 (s, 2H),
3.85 (s, 2H), 3.74 (m, 4H), 3.39 (m, 4H), 3.00 (m, 4H),
2.38 (m, 4H)
195 | AR Y 2 | Eayoinoys | MS (B8 6691 (M+1), MS (ES-) 667.1 (M-1) 'H
A e AR | NMR (400 MHz, CDCL) 8 7.86 (s, 1H}, 7.72 (s, ZH),
7.65 (m, TH), 7.33 (m, 2HD), 7.27 (m, 1HD, 5.49 (s, 2H),
3.96 {5, 2H), 3.72 (m, 4H), 2.98 (m, 4H), 2.44 (m, 4H),
165 {m, 41)
196 | Ay /2 | P2 AF AT | MS (BS+) 643.0 (M+1), MS (BS-1641.1 (M-1) 'H
JoA o | NMR (400 MHz, CDCL) 8 7.86 (s, 1H), 7.72 (s, 2H),
7.67 {m, 1H), 7.34 (m, 2H), 7.27 (m, 1H}, 5.49 (s, 2H),
3.72 {m, 6H), 2.98 (m, 4H), 2.06 (s, 6H)
197 | U030 mARY A | BEH R 676.5, MS (ESD m/z 677.5 (M+1); 'H NMR
AN F A (300 MHz, CDCl:) 8 2.41-2.43 {1, 4H, J = 4.62 Hz),
3.44-3.46 (t, 4H, ./ = 4.44 Hz), 3.86 (s, 2H), 5.54 (s, 21D,
7.26-7.44 (m, 6E), 7.58 (dt, 1H), 7.68-7.70 (m, 13D,
7.84 (s, 1), 8.53 (4, 1H), 8.77-8.78 (dd, 1H)
198 | w3 v d | AR /oA | THNMR (300 MHzCDCLY & 2.41 {br s, 4H), 3.49 (br
A F gL s, 4H), 3.91 (br s, 2H), 5.48(s, 2H), 7.17 (d, J = 5.12 Ha,
2H), 7.27 {m, 1H), 7.34-7.41 (m, 4H), 7.69(d, J = 7.78
Hz, 1H), 7.85 (s, 1H}, 8.77 (m, 2H); MS (ESD miz
§773(M+1)
oooooao
0000000000000 00000@ODO0000000O0)doooooooao
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,0]00000000000]0[00@O000000000)0000000
0000000000000 ]00000C@ .00gd0.00mmoDOOD0OODO
000O0@.00mO0.00mmoDOD ,000000000[0.0.0]1000
00@.00mO0.00mmole)J 000 (@m0 000D 0DOD0OD0OO0O
0000000000 00000000000(@n)000000000000
O(@ .00g0O0.00mmole)J 00000000000 00000000000
000000000000 0000000@O000000000000000
00000000000 /0000,0000000000)d000000 (@0
0000000000000 .00 00,000)000000
000D0000@O0D000000D000000000/0000, 000000
0)DODOODOODOOOOODO(.0O0g0O00O0)IO0O00Y HNMR(400 MHz, CDCI

0 )3 4.07(s, 2H), 5.45(s, 2H), 7.18-7.25(m, 3H), 7.30-7.40(m, 3H), 7.44(t, JO 7.
42 Hz, 1H), 7.74(d, JO 7.62 Hz, 1H), 7.87(s, 1H), 8.81(m, 2H)O MS(ESI) m/z 607.1
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Oooo0ooao
ey R R’ BT -
&5
200 35-Urun A W7 | Res 0012 (2:1 Hew/EtOAc) MS (ES} 505.0 (M+1)
B
W00 | 35-DAF0 | 4 vFu | Ry=019 (21 Hex/EtOAc) MS (ESY 465.1 (M-+1)
B
202 | 35.0ranm | RAFA | Re= 011 (2] He/EOAC) MS (ES) 477.0 (M+)
203 | 3500 AF | Re=0.14 (2.1 Hex/EtOAc) MS (ES) 437.1 (M+1)
204 3.7 A LS. FAF N Ry=0.11 (2:1 Hex/EtOAg) MS (ES) 455.0 (M+1)
U Zdm
A G
208 35-EUR- LY A v 7a L Re=0.53 (2:1 Hew/EtOAc) MS (ES) 573.0 (M+1)
FaoAa A %
I
206 | 3.7 A w5 | 4 vra | Rf=0.112:1 Hex/EtOAc, MS (ES) 523.0 (M+1)
U TR -
R F v
Ooogoao
207 | 2T drs. | 4 Fa | RF= 018 2:1 Hex/EtOAc. MS (ES) 523.0 (M+1)
FU A m .
AFN il
208 4.7 AFa3. | o V7 | RF=0.08 2:1 Hex/BEtQAc. MS (ES) 523.0 (M+1)
R .
RFn bl %
00 | 35D RFN | xFa | RF=0.14 21 Hex/EQOAc. MS (ES) 437.1 (M+1)
OoO0o0ogOogad
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OghOOOD0)ID00OMS [ES] 607.2(M)” O H NMR(400 MHz, CHCI3)d 8.79(d, 1H, JO
4.1 Hz), 7.88(m, 2H), 7.81(s, 1H), 7.67(dd, 1H, JO 7.9, 1.6 Hz), 7.62(s, 2H), 7.
47(m, 1H), 7.39(t, 1H, JO 7.4 Hz), 7.30(dt, 1H, JO 7.4, 1.8 Hz), 7.17(d, 1H, JO
.9 Hz), 5.87(s, 2H), 4.87(s, 2H), 3.92(br s, 1H)O
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OooOoOD0ODDOO0ODO0OD018O0O0OTLCORy; D O0.38(0000/00000 10 2)0 MS(ES) 586.

1(MO 1), 568.1 [(M-OH)O 0
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0o0o0ooo
) R YT — &
e
213 3,5-U v | kAT 187 °C; TLC: Ry= 035 (1.2 ~F 3 /BtOAc); MS(ES) 568.1
(M+1), 350.0 [(M-OHY']
214 3,5-4F 0 | TLC: Ry=0.52 (1:2 % 1 -/BtOAc); MS(ES) 5282 (M+1), 510.2
[(M-OH)']
215 2-74 REia | TLO Re=023 (12 ~F 3 L/EtOAc); MS(ES) 614.1 (M+1), 596.1
S kU 7A | (M-OH)']
Fu-R hF
i
216 3. FU T BUR 161 °C; TLC: Rp=0.24 (12 ~% 1 /BtOAc); MS(ES) 568.1
F.A g | (ML), 5501 [(M-0H)']
217 3,5-L 7 A BhA 136 °C, TLC: Re=0.40 (1:2 ~ %1 2/EtQAc); MS(ES) 336.1
= (ML), 518.1 [(M-OH)]
218 3- 7 U 74 | BEA 133 °C; TLC: Ry=0.37 (12 ~4 1 /EtOAc), MS(ES) 384.1
AuaA R% | (M), 566.1 {(M-OH)']
i
219 2-7 e w- | TLC: Re=0.44 (1:2 ~% ¥ 2 /EtOAc); MS(ES) 586.1 (M+1), 568.1
5- R U ZA | [(M-OHY
- A T
0Do0o0oooao
0o0oo0o
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gobooogoobooboboboooobuobobobooooboboboboo
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Ooo00oao
HiEs R* M EF — A7
&5
220 A SR MS(ES) 357.0 (M +13; TLC Re= 0.1 (50% EiQAc/~FH
Uzado AT
A
221 2-70bA S MS(ES) 557.0 (MT+1); TLC Re= 0.1 (50% EtOAc/~F 1)
Yorad e A
%
222 4-7 A3k | MS(ES) 557.0 (M'+1); TLC Re= 0.1 (50% EtOAc/~F¥ )
Y 7ade AT
e
223 3. R 7. | MS (ES) 555.8 (M*+1); TLC R,= 0.1 (30% EtOAci~% ¥ 1)
A b
224 347 | MS{ES)508.1,510.0 (M +1); TLCR,=0.11
(30%EAC/CHCly)
oooooad
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0DoooQ
% b 1A R YRS — A
E%
225 44 F e . | MS (ES) 659.2 (M+H), "H NMR (400 MHz, CHCL:) 8 7.87 (s,
BT s | 1D, 769 (dd, 1H, J=7.8, 1.4 Hz), 7.65 (s, 2H), 7.30-7 40 (m,
;1, 2H), 7.21 (dd, 1H, =738, 1.0 Hz), 5.71 (4, 2H,J = 46.5 Hz),
5.45 (s, 2H), 3.04 (m, 4H), 2.73 (s. 1H,J = 6.5 Hz), 2.54 (m, 4H),
1.03 (d, 6H, J = 6.5 Hz)
226 B a3 b | MS{ES)610.1 (M+H)
377 P U Dodod A | MS(ES)610.1 (M+H)
0ooDoo0oo
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Eiem
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R.‘)

228

SR PR W o P

1 1H,J=53.3 Hz), 5.49 {s, 2H)

MS (ESH) 628.1 (M+H); H NMR (400 MHz, CHCL;) 8 8,80 (br
s, 2H), 7.87 (s, 1H), 7.74 (dd, 1H, J = 7.5, 2.0 Hz), 7.44 (m, 2H),
7.39 (s, 2H), 7.27 (dd, 1H,J = 7.8, 1.5 Hz), 7.19 (m, 2H), 7.08 (1,

229

B L3

MS [ES] 628.0 (M+H)'; 'H NMR (400 MHz, CHCL) 8 8.78 (d,
1H, J=3.4 Hz), 8.50 (s, 1H), 7.84 (s, 1H), 7.73 (dd, 1L, J = 6.9,
2.4 Hz), 7.73 (dd, 1H,J = 6.9, 2.4 Hz), 7.60 (dt, |H,J=8.4,2.4
Hz), 7.39-7.47 (m, 3H), 7.35 (s, 2H), 7.29{dd, 1H, J = 7.5, 2.4
Hz), 7.08 t, 111, J =533 Hz), 5.51 (s, 2H}
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000O000/0000000)0000000000 . Omg00000C0000000
0 O 0 575.10 MS(aspci)d m/z0 576.0(M+1), 574.0(M-1)0 % H NMR(250 MHz, O O O O
0 cDCl, )& 8.97(s, 0.5H), 7.69(s, 1H), 7.40-7.00(m, 12.5H), 5.46(s, 2H)O
ooooo

ubooouobouobobooboooobooboboboobooobouoboboboobooo
ogooao

I R [ |
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F
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ooooo
e R W5
aid
231 | VY U3 | BEBEE 576.09, MS (ESD m/z 575.2 (M-1) 'H NMR (300 MHz, CDCL)
A A 85,62 (s, 2H), 7.21-7.27 (m, 2H), 7.30-7.33 {m, 1H), 7.36-7.41 (m, 2H), 20

7.47 (s, 2H). 7.52-7.54 (m, 1H), 7.69 (s, 1H), 7.84 (s, 1H), 8.5 (d, 1H,J =
136 Hz), 8.72 (dd, 1L J = 4.80, 1.67 Hz)
731 T B o, | MS(BES)377.1,379.1 (M+1) Ry= 0.13 (66.6% EtOAc/Hex)

A A
233 AF L | MS[ES)514.1 (M+H)", 512.1 (M-Hy. 'H NMR (400 MHz, CHCL;)
13.35 (br s, 1H), 7.90 (s, 1H), 7.70 (br s, 3H), 7.48 {m, 1H), 7.38 (m, 1H),
7.30-7.33 (m, 2H), 5.69 (s, 2iD), 2.58 {3, 3H}
oooooao
gfddooooooooooooboooboooboooooooooooooao
ooooao 30
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oooooo
FE R Iy R’ YET 5
E5
34| Y3 HKE FEIEEEE 5751 MS (aspel): miz = 576.1 (M+1), 574.1 (M-
A A 1); 'H NMR {500 MHz, CDCl;) 8 9.54 (s, 1H), 8.89 (d,J =
1.7 Hz, 1H), .68 (dd, J=4.8, 1.7 Hz, 1H), 8.05 (s, 1),
7.91 (s, 2H), 7.84 {m, 1H), 7.70 (dd, /= 8.3, 3.0 Hz, 1H),
740{d, /= 8.3 He, 1F]), 7.27-7.20 fm_ 2H), 6.02 (s, 2H)
233 T = hFi. | BEBEES 6481 MS (aspoi): m/z = 6481 (M+1), 646.0
B a-d= | (M-1); 'H NMR (250 MHz, CDCL) 8 7.82 (s, 1H), 7.55-
e 7.38 {m, SH), 7.35-7.15 (m, 6H), 5.58 (s, 2H), 4.25 (g, J = 10
6.2 Hz, 2H). L13 (t, /= 6.3 Hz, 3H)
236 | 2y il S MS (ES) 377.1, 579.1 (M +1) R,= 0.23 (66 6%
AL EtOAcHex)
237 A F A K= MS [ES) 514.1 (M+H), 512.1 (M-HY. "H NMR (400
MHz, CHCL:) 8 11.86 (brs, 1H), 8.98 (s, 1H), 7.88 (s, 1H),
7.6% (s, 2H), 7.44-7.48 (m, 2H), 7.32-7.40 (m, 2H), 5.62 (s,
2H), 2.52 (5, 3H)
0oo0oooaoao
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000000.0000.00m)0000D0OO0OO0ODDOO0OOODOOOOOOOOOO
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(124) JP 4895476
oooooo
Eildl R YT ¥
i
23 Wy Ui | MS{ES)SOL1, 5931 (M +1) Re= 0.06 (66.6% EtOAc/Hex)
s
239 | BT Fuo3ed | MS (ES)F9L.1, 3932 (M 1) Re= 0.06 (66.6% EtOAc/Hex)
v
240 AT LC/MS [ES] 528.0 (M+H)', "H NMR {400 MHz, CHClz) 8 7.88 (s,
1H), 7.70 {s, 2ZH), 7.53 (s, 1H), 7.33-7.40 {m, 2H), 7.21-7.25 (m, 2H),
5.60 (s, 2H), 4.10 (s, 3H), 2.50 (5, 3H)
41 | DA T I | MSES]556.9 (M+1)T, 'H NMR (400 MHz, CHCL,) 3 7.86 (s, 1H),
Y. 7.81 (s, 2H), 7.52 (s, 1HD), 7.33-7.36 (m, 2H), 7.16-7.24 (m, 2H), 5.50
(s, 2H), 4.01 (s, 3H), 2.71 {s, 6H)
242 Eolwmy /| MS[ES] 599.1 (MHY; "H NMR (400 MHz, CHCL;) 8 7.87 (s, 1H),
7.83 (s, 2H), 7.52 (s, 1H), 7.33-7.36 (m, 2H), 7.18-7.25 (m, 2H), 5.53
(s, 2H), 4.01 (s, 3H), 3.72 (m, 4H), 2.99 (m. 4H)
243 | Fowaan U | MS [ES]647.0 (M+H) TH NMR (400 MHz, CHCL) 8 791 (s, 1H),
ol -ok | 7.63 (s, 2H), 7.55 (s, 1H), 7.40 (m, 1H), 7.20 (m, 1H), 7.04 (m, 2H),
S 5.42 (s, ZH), 4.16 (s, 3H), 3.57 (m, 4H), 3.17 (m, 4H)
oooooao

gbobooooobogobobobooooooboobobobobooooboonn
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244 | AF N MS [ES] 528.0, (M+H)'. "H NMR (400 MHz, CHCL) 8 7.90 {s, 1H),
7.58 (s, LH), 7.56 (s, 2H), 7.35 (dd, 1H, J= 7.6, 1.5 Hz), 7.13 (dt, 1H,
J=69,2.0Hz), 7.00-7.09 (m, 28}, 5.46 (s, 2H), 4.15 {5, 3T}, 2.52 (5,
3H)
45 | AT AT I MS [ES]556.9 (M)'. "H NMR (400 MHz, CHCly) 8 7.87 (s, 1H), 7.63
y; (s, 2H), 7.35 (s, 1H), 7.29(dd, 1H,J= 7.2, 1.3 Hz}, 7.10 (dd, 1H, J =
7.2, 15 He), 7.05 (dd, 1H, S =79, 1.5 Hz}, 6.95 (dt, L1H, J=79, 1.5
Hz), 537 (s, 2H), 4,15 (s, 3H), 2.78 (s, 6H)
oooooaog
246 Ry S MS [ES] 599.1 (M+H) "H NMR (400 Mz, CHCL) 8 7.89 (s, 1H),
7.60 (s, 2H), 7.55 (s, 1H), 7.30 (dd, 1H, /= 7.8, 1.8 Hz), 7.10 (dt, 1H,
J=T74 14Hz), 7.02(dd, 1H, /=78, 1.4 Hz), 696 {dt, IH J~ 74,
1.4 Hz), 5.39 (s, 2H). 4.16 (s, 3H), 3.76 {m, 4H), 3.04 (m, 4H)
247 | FAEwARY MS [ES] 647.0 (M+H) . "H NMR (400 MHz, CHCl;} 8 7.91 (s, 1H),
M I R0 7.63 (s, 2H), 7.55 {s, 1FH), 7.40 (m, 1H), 7.20 (m, 1H), 7.04 (m, 2H),
B 5.42 (s, 2H), 416 {s, 3H), 3.57 (m, 4H), 3.17 (m, 4H)
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0000000000000 000O0O0D00O0O00O0O0000O0000000000MS [
ES] 528.1(M+H)*, 526.1(M-H)~0 ” H NMR(400 MHz, CHCI )& 8.98(s, 1H), 7.87(s, 1H),
7.68(s, 2H), 7.45(m, 2H), 7.40(m, 2H), 5.61(s, 2H), 4.04(s, 3H), 2.49(s, 3H)O
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000000000000 0O0000000000000000000000000MS [
ES] 528.1(M+H)*, 526.1(M-H) 0 ” H NMR(400 MHz, CHCI;)3 8.91(s, 1H), 7.87(s, 1H),
7.67(s, 2H), 7.53(dd, 1H, JO 8.3, 1.5 Hz), 7.32-7.55(m, 3H), 5.62(s, 2H), 3.69(
s, 3H), 2.49(s, 3H)O
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1H), 7.34(m, 4H), 7.17(m, 1H), 5.60(s, 2H)O
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252 | ¥ 3. | AL | MS (ES+) 592.0 (M+1), MS (ES-) 390.1 (M-1) "H NMR
P (400 MHz, CDCh) 3 8.73 (dd, 1H, J= 1.5, 4.9 Hz), 8.50(d,
_ 1H,.J=12.1Hz), 7.82 (s, 1H), 7.58 (dt, 1H, J= 1.7, 7.8 Hz),
7.53 (dd, 1H, J= 2.0, 6.8 Hz), 7.41 (s, 2H), 7.37 (dd, 1H, J
=5.0,7.9Hz), 7.31 (dt, 1H, J=24, 6.8 Hz), 7.26 (m, 2H),
5,52 (s, 2H), 2.63 (s, 3H)
153 E U | A v ra | MS (EST) 620.1 (M+1), MS (ES-) 618.2 (M-1) "H NMR
Y ¥ | (400 MHz, CDCl) 8 8.73 (m, 1H), 8.51 (m, 1H), 7.82 (s,
1HY, 7.60 G, 1H), 7.57 (m, 1H), 7.40 (s, 2H), 7.37 (dd, 1H,
J=4.9, 78 Hz), 7.32 (dt, 1H, J=20,73 Hz), 7.24 (m,
21),3.23 (LM, 1H, /=68 Hz), 144 (d, 6H, J = 6.8 Hz)
254 | 2 V3. | vy | MSESH 6181 (M) H NMR (400 MHz, CDCly) &
ey g | 8.73(dd, 1H, J=4.9, 1.5 Hz), 8,50 (d, 1H,J=2.1 Hz), 7.82
(s, 1H), 7.60 (dt. 1H, J=1.7, 7.8 Hz}, 7.53 (dd, 1H, /= 7.8,
2.0 Hz), 7.41 (s, 2H), 7.37 (dd, 1H, J = 7.9, 5.0 Hz), 7.22-
7.33 (m, 31, 5.52 (s, 2H), 2.22 (m, 1H), 1.18-1.32 (o, 41D
255 | U4 | vruar | MS(ESH 6181 (MHH); TH NMR (400 MHz, CDCLy) &
P p A | 8.71(d, 2H, J= 6.0 Hz), 783 (s, 1H), 7.50 (dd, 1H, /=738,
1.9 Hz), 7.43 (s, 2H), 7.18-7.30 {m, 3H), 7.16 (m, 2H), 5.48
{s, 2H), 2.20 (m, 1H), 1.17-1.31 (m, 4H)
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256 U Y | AFA | 'HNMR (400 MHz, CDCL) 88.73 (s, 2H), 7.84 (s, 1H),

ey 7.52 (dd, 1TH, J= 1.9, 7.8 Hz), 7.44 (s, 27H), 7.37 {dd, 1H, J
=5.0,7.9 Hz), 730 {(dt, 1H,J = 2.0, 6.9 Hz), 727 (dd, 1H.J

=15, 7.4 Hz), 7.23 (m, 2H), 5.49 (s, 21), 2.62 (s, 3H)

257 PEERE A4 77 | MS(ESH) 577.0 (M+1). "H NMR (400 MHz, CDCh) 8

v | 7.90 (s, 1H), 7.76 (s, 2H), 7.54 (d, 1H,J = 7.3 Hz), 7.27 (m,

3H), 5.60 (s, 2H), 3.28 (L E#, 1H, J= 6.8 Hz), 147 (d,

6H, J = 6.8 Hz)

258 Z oo LT | MS (ES) 575.1 (MHH) TH NMR (400 MHz, CDECL) &

aen | 791, 1H), 7.76 (s, 2H), 7.50 (m, 1H), 7.24-7.31 (m, 3H),

3.61 (s, 2H), 2.60 {m, 1FD). 1.33 (m, 2H), 1.23 (m, 2H)

759 7 e R FFR | MS (ES+) 549.0 (M+13+ 'H NMR (400 MHz, CDCly) 8

7.92 (s, 1H), 7.77 (s, 2H), 7.52 (&4, L, J= 1.9, 5.8 Hz),

7.28 (m, 3H), 5.62 (s, 211, 2.68 (s, 3H)
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.31(s, 2H), 7.15-7.00(m, 2H), 6.96(d, JO 7.4 Hz, 1H), 6.87(br t, JO 7.4 Hz, 1H),
6.12(br s, 2H), 5.21(ABgq, JO 22.5, 7.5 Hz, 2H)O
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7 H NMR(300 MHz, CDCI, )& 8.68(s, 1H), 7.62(s, 1H), 7.61(m, 1H), 7.43(d, JO 7.8
Hz, 1H), 7.19-7.40(m, 3H), 7.09(s, 2H), 6.88-6.97(m, 2H), 6.83(m, 1H), 6.71(m, 1
H), 6.11(br s, O 1H), 5.02-5.19(m, 2H)O
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262 | U VA | BEEE 602.9; MS (aspel): miz = 602.9 (M+1), miz = 600.1 (M-1); 'H
A A NMR (300 MHz, CPCl) § 8.71 {brs, 2H), .22 (d, J = 7.1 He, 1H), 7.80
(s, 1HD), 7.38 (dd, J = 7.2, 0.6 Hz, 1H), 7.32 (5, 2H), 7.04 (d, /= 6.0 Ha,
2H), 6.91-7.00 (m, 2H), 6.78 (m, 1H), 6.54 (d, J = 6.0, Hz, 2H), 5.67 (s,
2H), 5.24 (ABq, J=21.6, 10.5 Hz, 21)

263 T ez | MEEEE 6011 MS (aspei): miz = 601.9 (M+1); 'H NMR (300 MHz,
CDCLY & 822 (d, J=3.2 Hz, H), 7.75 (5, YH), 7.51-734 {m, 4H), 7.27
(s, 2H), 7.10-6.90 (m, 4H), 6.76 {dt, J = 0.5, 7.5 Hz, 1H), 6.55(d, /= 2.8
Hz, IH), 5.61 (s, 2H), 5.23 (app 4. J = 7.8 Hz, 2H)
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0000000000000 000S519.450 MS(aspci)d m/z0 520.1(MO 1), 518.1(MO 1)
09 H NMR(300 MHz, CDCl, )& 7.74(s, 1H), 7.58(m, 1H), 7.55-7.35(m, 2H), 7.40(s,
2H), 7.19(s, 2H), 7.15(m, 1H), 7.03(appt, JO 12.0 Hz, 2H), 5.51(s, 2H)O
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Cl, )3 8.32(s, 1H), 7.60-7.44(m, 2H), 7.47(s, 2H), 7.22-7.40(m, 3H), 7.33-7.10(m
, 4H), 5.57(s, 2H), 3.52(t, JO 8.1 Hz, 6H), 3.14(t, JO 8.1 Hz, 2H)O
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